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(54) MEDICINE COMPOSITION 
(57)Abstract: 

PROBLEM TO BE SOLVED: To obtain a medicine 
composition comprising a specific propiophenone 
derivative as an active ingredient, having excellent 
urine sugar increasing action based on glucose 
resorption inhibition in the kidney, showing excellent 
blood sugar lowering action, forming its aglycon 
showing extremely weak inhibitory action on a sugar 
transporting carrier of facilitated diffusion type. 
SOLUTION: This medicine composition contains a 
propiophenone derivative of the formula [OH is a 
(protected) OH; Y is a lower alkyl; Z is a (protected) 
ft -D-glucopyranosyl]propiophenone, preferably 3— (5— 
benzo[b]furanyl)-2’-( jS -D- gluconopyranosyloxy)-6’- 
hydroxy-4’-methylpropiophenone or its 
pharmacologically acceptable salt (e.g. sodium salt, 
etc.), as an active ingredient. The compound of the 
formula can be made into a preparation by using a 
medicine carrier (e.g. binder, excipient, etc.). 

Preferably the daily dose of the compound of the 
formula is 0.5-15 mg/kg in the case of oral administration 
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and 0.05-3 mg/kg in the case 



of 



parenteral administration. 
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it, Sf5tc^g?rR(^*(-'5i^0KiSI*^ffli/'SCi: 

T) , (£» 7 ;V 3 ^'>S (mtf. y !-+'>#. iW 

[0 0 8 0 ] mmt, i 7 *aaX 

XyH,, Ztz, it&Vn (l V) ^J®fi|SfflV'Trg{«i:-r 

) *£fci±Mr&ire. m w«& (7 
U-zi/X/l^ygL {gt&7/i/#>x/i/*yftH) . *g& 
ft (JM8k kftH) (p-h 

;Px>x;b*>&ey '>*:!>} AH) H) Sfc&lg# (tRJ 
x. If, h V xf ;P7 5 > H0 h 0 1&tR7Jls3rA >7 =. X 
ifVzsy^f) <Dl?tE$>Z>\,'lt3ttf&TlC, Jo^TF*'^ 
SIT U(i0t~50t, t*)t> ty 2 0 X~ 3 0 
X) TnmtZzttfXZZ,, 

[008 1 ] ( 6 ) *^ 0 ^j£#Tfc£{k^) 

(I) 0-?*i, -BS^ ( I — j ) 

[008 2] 

[ft 1 5] 



(H) 



[ 0085 ] (^t^itmmtm-imz&tZo ) 

^5 C plskT-^So 
(k£*J ( l - j ) iffk^j ( l - k) & &m 
-fzcttc £9, S7dk^ ( I — k ) ItitSVa ( 1 - 
j) t)'t>&mmx}Zfe£?zc tic&omtzctff 
T't-5o 

[0 0 8 6] itSM) ( 1 - k) S:£irr3i§£, 

c k*'T't5*V Wxtf7'> 
/FStcfO&aT^ii&fcHi, ^ttcie®L/c ( 1 ) ~ 
( 3 ) <o ! m&£mmicLxn!&-r2>ctftv2 *, s 
fc v 7')/U*tc<fcO&Si- ; 5if£{cti. (7 



50 
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( 10 ) 



*$Pf32 000 — 800. 4 I 



-bh>l¥) «t\ 4>&&Sfc(i 

##&Tlc7U 71^77 V (7 0/b7o= KH) £SlS 

2-y-3 c t tc j; *) must % c t #? t &. 

[0087] (b£1% (I -j) *'C,gtiSx'5r^£-r 

st§^, *k£cj. mmvmmta&x. ®m<r>n&\c 
ftoTf?M5-fSCfctfT*§ So 0»]x(f. 0X'M7 
;1/ # 7 7 n + '>s S fc ( i ® *8 7 ;b n + -> * X/sfc=.;M- 
JSM5£iS&‘K S5kL<(ii£ST' 
fi&s-r ^ c: t; tc j: *? ^ c fctf-etSo ox'tft 
SR7;b3+->ffi»7;i/3+'>«T'feSti^(i, aii&jg n 
!«*. S?£fflt'£££lc<fc9l^1-SCfctfT'££,, £ 
fc. OX'^70;U:i-+'>ST'^5^&(i. @=3£ig& 

(7-fc h-hU/M?) <K :m7>tn-}i^<D#fiET 
(C. (fljxtf. rig(ttT7 (hU7x^ 

/l/ta77V) (I I) 3) T'ffi&fSCb 

K<fc*5lW£<:fc*'T'£3„ 

[0 0 8 8] (7) 

(I) (I - I) 

[0089] 

[ft 17] 20 



(W) 




[0090] (it*. sdmtwiidt m-M&ZWt 
5* ) -HRS ( I -no) 

[009 1] 

[it 1 8] 

OX o 



30 




(Mn) 



40 



[009 2] (S*. R 9 fe<fcaFR ,( Mi. |5)-&&Wi 
g&oT7k0£g<D«as**u ^mmtm%itn- 
gM&fitZo ) x^ensit^^huyk'^mtsct 
tc<fco. mtzcttfvzzo 
[0 0 9 3] &SgR 9 fc,fcO*R' 0 tLTti. 1Sffl<0« 
MS&HC'SVOTS&fi'. 7i-m <g&77F*/t/ 

* (m(£77;bg. xf/H) SAWSU*. 

[0 0 9 4] 

nsy. t§ m (mtf. so 
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7k. <p£rzimi$mT\ gg 

(Pxtf. TkSSfbt F 9 •>A^07kSHt7;b* 9£«. 
^KO7 1 7AI?0^77b*';^H^) O^aTic. to 
(»SL<(i-2 0 , 1C~5 0t:. tOt> 
(t0t:~3 0t) T'l®t5lA'SJU'„ 

[009 5] &*>. 7kSft>»cfe(,'T^#Tto7k^-»5r[T 
ofdi£ic(±. (bSEs ( I - I ) titoTkftftSicfflV'fcg 
gtcD&tLTMfitSCt t>TZS 0 
[0 0 9 6] ita® ( I — m) tt. fb^J ( 1 - a) t 
-®S ( I X) 

[0 0 9 7] 

[fb 1 9] 

(IX) 

[0 0 9 8] (S*. A 3 «HH8ia^U fdKO§2*tl± 
mmt m-?fMz%-fs a ) XTjkznsit&vnZKfoz 
&2>CtlC£9m-rZ>££ftX’2Zo 
[0 0 9 9] it&fa (I X) tcfeV'T. MMSA’tL 
T(±. 

ttfxzzfiK 7Noy>Dji? (CTxtf. mm 

M*) &££»®lcffil,'.5c: £#•?££,> 

[0 10 0] 2kJ5(tUiJS^*rg!® (fjxtf.. '>*7nn7 
*>. rF7tKn777f) *£rctt»jg(re. Jg* 
WJx(f. F 0i7;l/75 >Hco F VtekT/l'^/l'T ~ 
>. 2. 4. 6-7 7>‘7?) 0#£E£'fctt#fFftT 
1C. to®lTA'^^WT (»* L< 1^-2 0^-5 Ot. 
irOkJitor-s o°C) THATf 6ci:*'T'£-5„ 
[0101] ^%W<D^fi)t»T^S{b^I«OM«(b^ 
^ (I I) tt. -&S (V) 

[0102] 

[fb 2 0] 

ox o 

(V) 



[0 10 3] (S*. Z'«7kS£gtf£S£ftT(,'Tfc 
cfcV'/J — D — y;l/3 e V 7 '>7l/g£S L. (dlOie^l «iw 
§gfc|5F-«>*£frf6o ) T'^£tt£{b£$!!j£5-*/l/ 
= /F^>'7 [b] 7-7>£8&£?4i\ g-mi£*#£*l/c 
fb^^ic Z7ms&&mt sett c^om-rse 

tA'T-tS. 

[0 10 4] Eifllb^ (V) OZ'AVkKay^ISS 
ftfc 0-D- 771/3 1^7 /'>/!/* T'fc£l§£. /S-D- 
7;b3 tf ^ 7 i'/l'gcDAcmMVttmg t LT&'rM&T 
7F*77/l/g (CTx(£7-b7/Fg) ??0llffl0G!lSg£ 

[0 10 5] lgif?fbS]% (V) t5-*}V~H'<>'/ 






( 11 ) 



*#fB 12 0 0 0-8 0 Q _4 I 
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[ b ] )si£lc <fcDHfi$-f-SC k 

ft T*t. (5*R{f. £]£&£!» (Miltf. X 

* / zrzitcn<b&\m<iit*t<DU 
smm ns (Mxtf. *wk*y>Atfo**fb 
T’Jl/ft’j&JR) <Off£Tlc. ^JPTA'Pito^T (kDb 
ft I 0"C~3 0X) T'ftfigf -SkktfT't^,, 

[ 0106 ] ifeiftfcffc^F^k&sfc&ii-rsif 
£. mmmmc'&^T'gm'tzft. mz<D ( i ) ~ 

(5) (Dftmc'&7t}\ hz>i'iictic><D7ir£&mfr€r 




[0 1 10] «*. E^ttfi9Ki:PI-*i*%*-r 
S„ ) T^n^ft^kZ. 3. 4, 6-fh7-0 
- 7 -b^;t/-a-D-y;Pntrvy'>;^a 5 K^ ft 
aiT*'£fa»TFr\ 4*57>^x<>A« (kObtt ^ 20 
>'>*;!/ F y <g*87/F*7b7>tx>i7A7a y b 

t-'o ) US 7 kS£{k* 

•J7A. £?&#•)>> A. KB£*F57A3¥] i.Sffllr'Ta 
SttStt 7oa*;l/A. F/1/X7. 7-feF> 

m) ^'T-matcio 6-fi(D7xy- 

/Ht7j<ggS<7>«HSl77 c k t <): 0 BT 5 c k ft? 2 

So 

[0 1 1 1 ] <fcOHf*Wlc«\ ixtf, ( i ) '»— 7 
;l/ • 7 7 • ^r-f 77 ;U * 77 K • 7 7 - 7 ->a-f-f 
f>7l/ •fr$XFy— (J. Med. Pharm. Che 30 
m. ) . 315®. 1 04 5H (1 96 2^) 
i£lCftl,\ (VI) k 2. 3, 4, 6-fh7- 

0-7-k9-/U-a-D-yfr=n'5/2'/U7’nS. F£iS 
Sfcr§!£<F (ffiRIf. #TK7-th7) V TicmitiJV^L 
<Dft&Tic&fcz#tz'&, ^'T-matc* otj<ks^ 
a-T3)b\ (i i) KU-h 0^-7 (C 

arbohydrate Resea rch) S70 

#. 3 i 3 i ( 1979 ^) mmvxmcmc. iti&n 

(VI) k 2, 3. 4, 6-fl-7-0-7(rf;l/-a 
-D-Wls=nf7S>;l’7aS F^S^rS!®* (01* 40 

if. . gees* f a 

0#STtcta^. JISitb/c1£. ^'T'^aici07j<S?S 
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b*fS c k tc <fc OHSg-tS c k 6<T-S So 
[0 10 7] *gfSlc<fcoTti£bfc<tS1% (II) 
ti. ftiSIbTgfclCffiO'Tfc&l,'#. fflSOSSST eg 
fSicfflC'^ck^T-tSo 

[0 10 8] &m{t£V» (V) (±. mif-SSit (V 

I) 

[0 10 9] 

[ft 2 1] 



(VI) 



zumtzft, (ill) (t&ti (v 1 ) k 

2 , 3, 4. 6-7Fg-0-7-tr7vl'-a-D-77l/ 
rntg/:WF7o5F;&5SiS&i§&4’ (W* If 7 a ads 
;1/A^©/Na7>(k^(k7k^ab b< liable '>»<D7k 
fciKtabfcfc©) . 4l»7>tx>>An (-O’'7/FFO 
77;F77tx7A7a0 K) & <fcOl£8?7/l/*y £J§ 
O^K*0 7A) ®#lTFIcg{S;2-t»-. ot/'T-maicf: 
0 Tk&s^&a-t s & if «* 0 sir* c k ft?z 

So 

[0 112] /Hfakg?S<0&ati 

^lcSEV'llfiS-r -5 k k*'T'^ 

[0 113] gU4ft£«!l (VI) (i. (WAIf. YAI 7 I 7 

;l/St?S 5 ft a#^(i. '»-77l/ • *7* -7 7 

75XM)— (J. O r g. Chen). i2 9#. 2 
8001 (1 9 6 4$) IcKSgCOTJft-f’. ^-;b'>y-7b 
£7-fe7;Wtb. If e.nfc;i-7F'>y-;F'>*7-{r7- F£ 
(mtfs 7no^74f» 

T\ (mtf> ^fk7;F5x«>A) COPTIC 

7 y -xeegisic w-r c k ic £ y $ c t ftx- t 

s„ 

[0 1 1 4] £fz itSWl (V I) 0)Yfti%m%.2VL±(D 
(g|R7^;FST'fe5{b^!lti. ffl^fTiST^hS 
IglC<fc OSltZC tftVZZo 

[0 115] 

[ft 2 2] 



so 
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(12) 



ts&a 2000-800 4 I 




[ 0116 ] (5£ck 

*-f3. 5-/'7 K*/7-tjy£8tjgtK 
£8?<D#£TT'®S8gE/ h V '/xi*>A 

£fcLfc&. 3^{b*U^A£mflS-l2\ /y h+'>3 
- K-04f>^S-rSo C<0{b^l£StB£‘K IKbkfg 
S£T'SaS L Tffii 7 r/UtU D/c 7 1 7 -;H£ 

*&g£M2k#&^£ffli'T7^/MbU /7-t: h* 
/3-K-y>-t?/£g-f*o ^<0^, h V 7+J118M7 
to*r—i (mtf. -^(blfX 
(MJ7iZ/l/*X7-f» tVy'S'fyl*. (I 1) ) <9# 
itTlcSfS^^. -&5£ (VII) T'^n^'77-trh 
+ X£M7;l/'7-;I/^>4f>?:^-rs«, CcOfk^l^g 
ftfeiiTcfcf^L/c^ »&ti /c/*7-fe h*/(£&7;Myl/ 
(VIII) £m7;l/~ :x>> Adzin' X& 
<9£SET, ^O-XlEfiSlClc^-rc^IciO. (b£^ 
(V I ) 5ra-r-5c:f;^T'$5o 
[0 1 17) ffi*&7;Myl/gfc(i. 

(WAtf* 77/U®, if;H> 7akT;l/S, 77/l/g 
W. ^«!Si ~6<Ojt«S/cl±^«|i07;l/+;l/S^* 
#£ L < ~4 0t<0?:Si*-rs 0 {£& 
7/l/n+>8i:{i % flauif. / h+'>i> xh+^i, 
7a.i?4->s. 7h+'>#n. mm®L\~s<r>um*tz 

~4<0|><0£S>!*-f£ o (S;JS7;l/*y^/P»i:tt. M X 
(f7-b^;VS, T’Dif^-^g, 

2 ~ 6 0tt® S fc(i»«®<7)7^7j 7 / L , 

L<{iee^2~4tOt0?:.m<S-r-2), fftt87;l/^ 
i707>g. yyyatfO 
-r/g^K I ~~G(T>W$h*tz\t.ftmh(r)7)\'*') 

t>*«:*i*U 1 ~4<Ot0?rIf(» 

t" -So 



[0 1 18] S/c. (J-D-y'/I/nkf^y 

>/l /gtti, Ti£ 

20 [0 1 1 9] 

[fb 2 3] 




[0 12 0] 

[0121] 1 

30 (maxm *&w<D&m & (mismmizmt-s 
W Z.tz\titM\c.&Vn (7oy/*» & 

f|:ic*;i/,t:+'>y^Hr7i/D— x (cmc) th'JW 
(fA^-ffX^ttH!) fcitfTk^rJtoxT, 0 . 5 %c 
MC^-K)>7A7)<®igl 2 mlt^l 2 0mg5:#t 
o JittsDX7vh ( 6 ® 

6 S. 183-5E) (JS4fi : 

lOOmg/kg) U &4&2 4 B$Fb1 7‘7 

y-'>*icAnTs^s®(L/-co m&ftm c 

<fcO^^£^T*'67*7l/ri— X • (7 

40 -W7*±gD T'Ke®S^ffl$L/-Co mm (ml) RZf 

KgilS (mg/d I) A'P»»mL7c2 4^F B 1tC^ii? 
tircmmmz. fcn.zQQg&tz*)<r>R&m (mg/2 
4 h r /2 0 0 gf*M) lc£gLfc. 1 (OiSD 

T*&S„ &4b\ 0. 5%CMC-7H)'7A7l<i§i&£9# ; S: 
KSH(i2. Omg/ 2 4 h r/2 0 
0 gfrST -h^tzo 

[0 12 2] •'-'=■ 

(in 



50 




(13) 



ttRI 2000-8001 



23 24 

*1 



ft##* 


mm* 

(mo/24hrf200g(«) 




7 3 8 


»SW2 


119 2 . 


»iem 


805 


W&M4 


1 4 2 3 


9mm 5 


980 


*56016 


17 4 2 


®fi«7 


540 


*5S«1 0 


729 


tt&mi 2 


14 50 


tmmi 7 


14 07 


wsm 8 


8 64 


7Bj7y 


3 



CO 1 2 3] SSSIIW2 20 

4mw«DimKK-Ay/T a'T'yzic, mm'Mmz 
tffi<r><t£mz4'mri\mmm5-L (&4«: i oom g 
%) , ifoSM. a i cfi, jfii& h V 7'lHr 

ihm-s >7. v>m, 

ttiBB. ^U7'f--y^y77>XfcBBLTttW*feC 

[0 12 4] if}£ (#r7 

7 7H'>aA'-fXh> ^-'J >^-7>/N4' At) * 
'VtTolf^A 1 cMti77-<^X'r-*7Aa (7*U 
777-0* CHb, ISOLAB INC.), jfc?g so 

i-y^y-ty Fattffxffi o-y^y-yvi.-v, % 

W) , «4’>xy 7(01JE L 1 SAi (ELISA insuli 

*2 







aVlo-jk 

ft. 


!**««» 


&«HK (mo**) 


187.3 ± 4.8 


304,6 ± 8.7 


123.2 ± 

24 


(%) 


6.1 ± 0.1 


7.6 ± 0.2 


4.2 ±- 0.1 


MMT’P-fcJ Kit 
(mgA*) 


325.5 ± 14.7 


438.6 ± 187 


70.3 ± 3.5 


(ng/mi) 


11.5 ± 1.5 


31.6 ± 3.2 


0.4 ± 0.0 


(ml/hr/100 g ft*) 


34.4 ± Z7 


23.8 ± 1.8 


41.2 ± 7.4 


WL*-<r'<9vTA’7%'s 

(ra/») 


561-2 ± 77.6 


1860.0 ± 
288.9 


7.66 ± 0.8 



n kit, Jl^c) (CTSJ^bfco 
[0 1 2 5) 7n7/l/7‘5:yt±E L I S 

Ai£ (Albuwell-M, Exocell Inc.) ICTSPJaElL, 71 U7 
7:0 7 'J77>x (Cc r) 1±. Ktt (V : ml/hr) 
£S>J5£U M37 (Per Img/ail) 4o 

<fctfR c f , 7 L^7 i ?’— >i§§E (Uc r J mg/ml) ^Jaffe" 
m (7 y7^>-fXh73- filMIIl) 1CT 
$]£'<£. ^CA'^^mUfco 
[0126] Ccr=Uc rXV/P c r 
SfciE«;tt!H»liPaft©ltteC 57 BL/6N£L 
/£. iS*(i^2Oa0T'^S o 
[0 12 7] 

[IS 2] 



[0 12 8 ] 111*013 

8i§gBeDtt14C 5 7BL/KSJ-db/dbT-)X 



50 



ic. 1 2 SPeiigms 4 L 

US4fl: 1 0 0 m g %) , K4>7/U7 = >flfffiffi<OS 






(14) 



*$(532 0 0 0-8 0 0.4 1 



25 



26 



ffc&SKfc. S4 WPb 1«7». S«lcot'T#i 

[0 12 9) m<PT)l7S.'ylt. ELIS Ai£tCT8i|£ 
L fc. i/c, WTOiiOtc 

tiofCo UKS/X/-;!" */!/./ 7 S®$T«&x 
*S£tt-5T/<77^>«frSff8L, ^h+v'J> 
- X^yyMfciO'P A SJfcfe£«LT#t«Lfc. & 
Wy+^v-JAiW^PA SBltt®«05g/]O<D 
gatei-pT. xnTftL/co *w»ict;« 



1tlcfSA'5clg5ra-r^tO?rlia (+) , ^tllCfol*T& 
tm<o-®(c^ii5tt(cigftD-rst0^^ea (++) % 
pas *=» 

fbo&ffl^s-rs&tosr&a (+++) i:ifc 5 &(g» 
tfe<0^n^nff*<0*»tt:5 0»ro» ItlOOfiO 
&Wfcol'T&S L fc„ 

[0 1 3 0) S*tt^3<DSt)TfeSo 
[0 13 1) 

[*3I 

*3 





*4# 


aVf-B- tP®1 


Rt>T7P/5 7#fltft 
<ut>/24 h/IOOo (M) 


623 ±121 


1166 ± 109 


j*=T ()K4V)) 


46.00 ± 3.65 


64.50 ± 4.35 



[0 13 2) ®*7 

;l/75 7^itSMOt§fin*^«tcW$i|^n^ 0 £AcW0#i 

fcSMi, d b/d b^XT'SfgtcK&^tiAcP A S^ 20 

Ac o 

[0 13 3) 

[Sjftffl] HifiOT 1 

2'- (2. 3. 4, 6-f h7-0 -7-fe77l/-0- 
D- 7*71/3 fcf5/77l/;i-+'7) -6’-fc Ka^7-4 ‘ 
-77;U7t E7x/7 1 2 0g=S\ 7kftLAcx77- 
71/ 1. 2 I £5 0%7kS((t*0 7A7j<igi&2 4 Og0ig 
j^lcfoix. $8?Lx 5 -*71/571/^7'/ [b] 757 4 

2. 4g£j)0Xx 7;L373?ffl«T. 30 

So g^lc 4 -7* 7 771/7 5 7 kf 9 7*7 2 9 . 5 g fc 
3:0*1 0%e#-g?|g2 3. 5 8 g^ribDx. ?K^E 

Tx gS7 4. 5 b$Pb1«}$7s„ rmzuzu mm* 
h;l/XVft^Lx Tk^Tx 1 8%Jggr?&t£i:LAc 
*tx ws?x^;PT'ttffi-rso ^?>nAc«a®^7i<x tsa 

a»7kx §Sa^5g7kT*l®^r5tif Lx StfrLAcTkJKigfSg 

x7;LT'ftmLx latitx SETtc 

iitSLx Sfi^Tk-x^X-iI/iO^ft^-li-x 3- 
(5-^7'/ [b] 75X71/) -2- (0-D-7*7l/ 
3fcT5/77l/:*+7) — 6 ’ — L Kn+7 — 4 ' — 75-/1/ 40 

/DW7i/78 2. 4g%*SSo 
[0 1 3 4) Si6 : 1 5 2 . 5 - 1 5 4°C 
E S I - MS (m/z) : 4 7 6 [ (M+ N HO *] 

IR (nujol. cm -1 ) : 3 5 6 0, 3510, 3 
35 0, 327 0. 1630 
NMR (DMSO-de) 6:2. 24 (3H. s). 

3. 0 0 (2 H, t. J = 7 . 4, J cDa&li 

H zTfcSo WTIsJLo ) . 3. 1-3. 5(7H. 
m) . 3. 71 (IH. ddd, J = 2. 0, 5. 5. 

12). 4. 5 9 ( I H. ( . J =5. 8) . 4. 9 8 



(1H. d. J = 7 . 3), 5. 05 (IH, d, J = 
5. 1) , 5. 1 2 (I H. d. J =4. 6) , 5. 2 
9 (IH, d. J = 5 . 1). 6. 4 0 (1 H, d, J 
= 0. 4) , 6. 5 4 ( 1 H. s) , 6. 8 8 ( 1 H, 
dd, J =0. 9. 2. 2). 7. 22 (IH, dd, 

J = l. 8, 8. 4), 7. 46 (IH. d, J = 8. 
6), 7. 5 3(1 H, d, J = 1. 5), 7. 93 
(1 H, d, J = 2 . 2) . 11. 90 (1 H. s) o 
[0 1 3 5) UI£0>J2 

(1) 3- (5-^7'/ [b] 77X/W -2‘- (0 
— D — 7*;Pxtf^777U^+7) —6'— fc Fa+7— 

4 , -77;l/7ADtf^7i7 72. 5 0 g£7-tr F 72 

0m 1 KigfSLx 1 3 gx 79/1/7‘n 

5 K 9 3 3 m g£Jta*.x 6 B$F B m*ftS?i5if7So mfl{£x 
Sfc^^TkTk^cii^x KKx7;i/T'tti±57So 

mmk, rg^S£7So *#Ln/cSii^'7'; 
#y/l/*5i»7o'TF7*57-r— (jgfbig!® : 7 o tx+' 
;l/A/77/-;L) T*i8Ux 3- (5-^7'/ 

[b] 75X71/) -2- (/J-D-y;l/XfcT57'77l/ 
**7) -7771/^0^7 

x/7 1 . 63g^So 

[0 13 6) ES I -MS (m/z) : 5 2 I [ (M + 
Na)*], 5 16 [ (M + NH«) *] 

IR (neat, c nr 1 ) : 3 0 I 9, 1691, 16 
0 9 

NMR (DMSO-de) 6:2. 28 (3H. s) . 

2. 9 2-3. 02 ( 2 H, m) . 3. 04-3. 32 
(6 H, m) , 3. 4 0-3. 5 0 ( 1 H. m) . 3. 
66-3. 74 (IH. m). 4. 50 (2H. dt, 

J = 1 . 5, 5. 0) , 4. 5 7 ( 1 H. t (b 

r ) ) . 4 . 8 7 ( 1 H, d , J = 7 . 7 ) ,"5\ 0 3 

(1 H. d, J =4. 8) . 5. 09 ( 1 H, d (b 

r)). 5. 16 ( 1 H. ddt. J = I0. 4. 1. 

7. 1 . 5 H z ) . 5. 2 3 ( 1 H. b r) . 5. 2 6 



50 





(15) 



t#P*| 2 0 0 0 — 80 0.4 I 



27 



(1 


1 H. ddt. 


j = i 


7. 4 


. 1 




7, 


. 1 . 5) . 


5. 


9 0 


(1 H, 


d d l 


. J = 


1 7 


* 


4 


. 10. 4. 


5. 


0) . 


6. 


5 6(1 


H. s 


) . 


6 




66 ( 1 H. 


s) 


. 6. 


8 8 


(1 H. 


d d. 


J = 


0 




9, 2. 2) . 


7. 


1 8 


( 1 H. 


d d. 


J = 1 


. 7 


. 


8 


. 4) . 7. - 


5 


(1 H. 


d. 


J =8. 


4) . 


7. 


4 


9 


(1 H. d. . 


= 


1. 3) 


. 7. 


9 3 


( 1 H. 


d , 


J 


= 


2. 2) „ 



[0 137] (2) 3- (5 -'O'/ lb] 77-W 
-2'- (0-D-y;bat?-7/'>/b:t+'» -6 -7 

')>l*3-'S-4 , -^f;l/7DW7i/>5 00mg 

£2, 4, 6— 5m 1 ICjSA'L* F -7/74' X 

-7-feF>iCT-4 O’CfcJfcfiiU 

1 4mg©->'7oD^?>0. 5m 
1 -4 O'er* l Bm ^T-gfUT' 

1. 5«BBatfr5o RJSiKfcft 1 0%Xx>-gg7ktc£ 

g\ Bf&xf-/bT'f&tfJf £<> WIDf/Sr/'kftU ® 

Y'fvyj- ($tfii®& : ynn*;bA //?/— M 
TfitSU 3- (5 -'O'/ [b] 77-/W -2 ’ _ 
(6-0-^^'>AM-;l/-/J-D-^e77 
/;b:**'» -6-7U/b:**/-4 -/T/b/Dfc: 
2j-7xy>4 87mg£li£o 
[0138] ESI -MS (m/z) : 57 9 [ (M + 
N a) *] 

1 R (neat, cm 1 ) : 340 1, 1751, 16 
0 9 

NMR (DMSO-de) 6:2. 27 (3H. s) , 

2. 9 2—2. 99 (2 H, m) , 3. 02-3. 32 

( 5 H, m) . 3. 5 7-3. 6 2 (1 H. tn) . 3. 

6 4 (3 H, s) , 4. I 3 (I H, d d, J =6. 

8. 11. 4), 4. 3 8 ( 1 H. dd. J = 1 • 7, 
11. 4) , 4. 50 ( 2 H, d t, J =5. 0. 1. 
5) , 4. 9 1 (1 H. d. J =7. 7) . 5. 16 

( 1 H, d d t, J = 1 0. 6, 1 . 8, 1 . 5) . 

5. 21 (1H, d. J = 5. 0). 5. 26 ( I H. 

ddt. J = 1 7 . 4. 1. 7. 1. 6), 5. 35 

( 2 H, d. J =5. 7) . 5. 8 9 ( 1 H, ddt. 

J = 1 7 . 2. 10. 6, 4. 9), 6. 57 ( 1 H. 
s) , 6. 6 1 (1 H, s) , 6. 8 7 ( 1 H. d d. 

J =0. 9, 2. 2) , 7. 1 6 (1 H. d d, J = 

1 . 8, 8. 4) , 7. 4 5 ( 1 H. d, J =8. 



28 

4 ) . 7. 4 7 (1 H. s) . 7. 9 3 ( 1 H. d. J 

= 2. 0) o 

[0 13 9] (3) 3- (5 -'O'/ [b] 77-/1/) 

-2- (6-0-/ h*'>*7b*x;b-0-D-//b 

ntf ^//zb**/) -6 -7'7/b^‘+'>- 4 -//- 
/1/7d (f77i/>4 7 Om g^/7-b F- F 'J>b7m I 
lCjgft?U 7tg(ktTX (F'J7 i-MX77» '5? 
(II) 17. 7mgt+'S[7> ; &-7/»3 1 9 

mg $)iax, -4ftiottl»»rr*. 

to i, ig$£ii8§Lfd£s Mcgmx^zbhTk^Jmx. 
p, ti%m '&t '>v ft 7 zb* 7/x7avh77 77- (i§ 

mis!# : yna^bA/y^y— ;b) TisiyuT, 3- 

( 5 [b] 77 -/W -2 - (6-0-7F 

40*7b#x;b- 0-D-/zb:Ji£5//7b*4O) - 

6 • _ t: h d *-> ~ 4 ■ - / ^zb/n x / > 3 7 0 

[0 14 0] ESI -MS (m/z) : 5 3 9 [ (M+ 
N a) *] , 5 3 4 [ (M + NHO *] 

20 I R (nu j o 1. enr 1 ) : 3200-3 500. 1 

7 14 

NMR (DMSO-ds) 6 : 2. 23 (3H. s) . 

2 . 9 9 ( 2 H . t. J=7. 4). 3. 14 — 3. 4 
2(5 H, m), 3. 65 (3H, s), 3. 6 3- 

3. 6 9 (1 H, m) . 4. 1 6 ( 1 H. d d, J = 
6. 6. 11. 5) . 4. 3 9 ( 1 H. d d. J =2. 
0, 11. 5). 5. 0 2 ( 1 H, d. J = 7. 5). 

5. 25 (1H. d, J = 5. 0). 5. 37 (1H, 

d, J =5. 3) . 5. 39 (1 H. d. J =5. 

30 3), 6. 4 2 ( 1 H. s). 6. 50 (1H. s). 

6. 8 8 (1 H. dd, J =0. 9. 2. 2) . 7. 2 

0 (1H, dd. J = l. 7. 8. 4) . 7. 47 (1 

H , d. J = 8 . 4) . 7. 5 1 (1 H, d. J = 1. 
3), 7. 9 3 ( I H. d, J = 2. 2). 11. 80 

(1 H. s) o 

[0 14 1] ibefl 3-9 

(1) m'rnmZ- (2) fcIHItStCLT, 

£^*'e>a? 4 ~ 7 

[0 14 2] 

40 [IS 4 ] 



50 




(16) 



flfKI 2000-800. 4 I 



[0 14 3] 



29 

S4 



30 







— n 




v J 


No. 


R 1 






li 

■< 

He 

■ 

■ 

■ 

■ 

■ ■ 


•AB-HS (ja/z) : 57l(M+H)’J 
tR(neat. cm*): 3397, 1747, 1697, 1609 
MROmSO-ds) 6:1- 15(31 t, J=7.1), 2.28(31 s), 
92-2.99(21 a), 3.32-3.34(51 a), 3.61(11 a), 
05(21 q, J=7. 1) . 4. 1K1H, dd. J=7.0, 11.7), 

4. 37 (11 dd, J=l. 7, 11.7), 4. 55 (2H, dt, 1=4.9, 
1.5), 4. 91 (1H d, J=7. 7), 5.16(11 ddt. J=10.6, 
1.8, 1.6). 5. 19 (1H, J, J=5. 1), 5.25(11 ddt, 
J=17 4, 1.8. 1.7). 5. 38 (21 d, J=5.5), 5.89(11 
ddt. J=17. 2. 18.6. 4.9). 6.58(11 s). 6.6301 
s). 6. 87 (11 dd, J=0. 9. 2.2). 7.1601 dd. 

J=l.7. 8.6). 7.45(11 d, J=8. 6) . 7.47(11 a). 

7. 9301 d, J=2. 2) 


4-0) 


CHglCH^jOCO- 


ES1HIS (a/t): 602[0WflU*l 
IR(neat, ca') : 3402. 1747, 1697, 1609 
■MROMSO-d,) 6 :0.83(31 t, J=7.6). 1.64(21 n). 
2.28(31 s), 2. 92-2. 99 (2H, a), 3.03-3.32(51 a), 
1.6001 a), 3.96(21 dt, J=1.3, 6.6), 4.1101 
dd. J=7. 0. 11.7), 4.3701 dd, J=1.7, 11.7). 
4.50(21 dt. J=4. 9. 1.5). 4.9101 1 J=7.7). 

5 1601 ddt. J=10. 6. 1.8, 1.5), 5.21(11 d, 
J=S.l). 5.26(11 ddt. J=1T.2. 1,8. 1.7). 

5.35(21 a), 5.8901 ddt, J=17.2, 10.6, 4.9), 
5.5801 s), 6.6201 s), 6.8701 dd, J=0.9, 
2.2), 7.1601 dd. 1=1.8. 8.4), 7.4501 d, 
1=8.4), 7.4701 d, J=2.0), 7.9301 d, J=2.2) 



[* 5 ] 



40 



50 








( 17 ) 



¥ffSl 2 0 0 0 



31 



32 



#5 



,^TX- 


w&m 

No. 


R 1 




5-0) 


Me 

V-oco- 

Mc 


ESI-MS Wi): 6O210I+HHJ'} 

IRtneat. cm 1 ): 3400. 1743, 1698, 1609 
fflROMSO-d') 1 :1.15k, 1.17 (3H each, both 4 J= 
46). £29(34 s). l *>2.99(24 *). 3.03- 
3.30(54 ■). 3.60(14 ddd >2.0. 7.0. 9.0), 
(.1004 d4 >7.0, 11.5), 4.3504 dd, J=2.0 
11.6), 4.60(24 dt. >6-0. 1.5), 4.7004 
heptet, J=6. 6), 4. 91 (14 4 J=7. 6). 6. 16 04 
ddt, J=10. 5. 3.5, 1.5), 5.1804 4 3=5.6). 
5.2604 ddt, J=17. 5, 3.4 1.6). 6; 34(24 4 
1=5.5), 5.89(14 ddt, J=17.0, 10.5. S.0), 
6.5704 *). 46304 «). 48704 dd, J=1.0, 
2.0), 7.1604 64 J=l-5. 45). 7.4*04 4 
1=46). 7.4704 4 J=1.5). 7.93(14 4 >2.0) 


6-0) 


CH3 (CHj) jOCO- 


BSI-HS (■/*)• 616I0WBJ*) • 

IR'(nujol, ctf 1 ): 347C3280. 1750. 1700 
HRQaiSO-4) 6 :0. 84(34 t, J“7. 3), L 27(24 ■>. 
1.6i( 24 ■>, 2.28(34 *). 2.96(24 ■). 3.4- 
1.4(64 ■), 3.60(14 ■). 4.00(24 dt, >1.0, 

5.6) . 4.1104 d4 J=47 11.6), 4.3704 dd, 
>1.7, 11.5), 4.50(24 dt. >49. 1.5), 49104 
4 >7.7), 5.1604 ddt, >10.5, 1.7, 1.5), 
5.20(14 4 >5.1), 5.2504 ddt, >17.3, 1.7, 

1.7) , 5.3404 4 >43). 5.35(14 4 J=5.7), 
5.89(14 ddt, >17.4 10.5, 6.6). 6,6804 »). 
5.6304 s). 6.8704 dd. J=0.9. 2.2). 7.1604 
d4 >1-7. 8.4). 7.450M, 4 J=8.6), 7.4604 4 
1=2.0), 7.9304 4 J=2.2) 



[0 14 4 ] 



[« 6 ] 



40 



8 0 0 1 I 



50 





(18) 



[0 14 5] 



t#RI 2000-800 4 l 



33 

*6 



34 



’jf w 


aaw 

No. 


R 1 


4Mfe«* 


7-0) 


CHjCO- 


RI8-BS (*/*): 541[0M0*) 

KOteot. 3400. 1741. 1700 

•BOBSOtI.) 8:1. 96(381 s). 2.29(31 s). 2.95- 
3.02(21 ■). 3.03-3.32(51 •), 3.66-3.6201 
«). 4.02(18, dd. >7.1, 11.9), 4.3201 dd. 

J=l. 8, 11.9). 4.50(28, dt. J-S.O. 1.5), 

1.9008, d. J=7.5), 5. 17(11 ddt, MO. 6. 1.8. 
LS). 5.2001 d. J=4.9). 5.26(18. ddt. J=17.4. 
L8, 1.7), 5.30(18, d. J=6.5), 6.3308. d. 

J=S. 6). 6.90(181 ddt, J=17. 2. 10.6, 6.0), 
5.58(18, s). 6.62(181 s), 6.87(1! dd, J=0.9, 
2.2). 7.1601 dd, J=L7, 8.4). 7.45(ia d. 

ML 4), 7.48 OR * M.7). 7.93 (la d. J=2 2) 


8-0) 


i ' 


ESMB Wi): 618[0MBJ*J 
HiitoeBt. e»*): 3400, 1750, 1700 
»R(6lB0-d«) 6 : 3.28(38.; a), 2.9-3.4(71 ■>. 

3. 22 (3R a), 3.48(2Ra). 3.6001 e>. 4.11(11 
i). 4.13(21 H. 4.38(11 ■). 4.50(21 dt, 
1-4.9. 1.6), 4.91(11 1 J=7- 7), 6.16(11 ■). 
5.19(11 d, j=5.1). 5.26(11 ■). 5.3401 d, 
1=6.5). 5.3501 d. J=S.5). 5.8901 ■), 
5.5701 s). 6.6301 a). 6.8701 dd. J=0.9. 
2.2), 7. 15(11 dd, J-l.8, 16). 7.4501 d. 
M.6). 7.4701 d. J-2.3), 7.9301 d, J-2 . 2) 



K7] 



40 



50 





(19) 



mi 2 0 0 0 



35 

*7 



36 




9-0) 



CHjOCHgCO- 



SSHB (■/*) : 588tOH+HHt)’l 
IK(nea4 ca V 3409, 1755. 1699, 1609 
UOKCMSO-dJ * : 2.29(34 s). 2.94-3.00(24 
0. 3.03-3.34(54 a). 3.23(34 *). 3. 68- 
464(14 a). 3.9304 4 J=16.5). 4.01(1& 
1 J=16.7), 4.1204 d4 J=6-9, 11.7). 
1.40(14 dd, J=1.8 11.7), 4.50(24 dt. 
J=4.9. 1.6). 4.9304 4 J=7. 5), 6.15(14 
Idt, J=i0.6. 1.4 1.5). 5.21(14 4 
1=6.5). 5.2604 ddt. J=>17.4. 1.8, 1.7), 

5. 33(24 a), 5.8904 ddt. J=17.4, 10.4 
: 5. 0). 4 5804 »>. 4 6204 s). 4 87 (14 
44 J"0.9, 2.2), 7.1704 d4 J=17, 8.4). 
7.4604 4 J=8-4). 7.4804 4 J-15). 
7.9304 4 >2.0) 



[0 14 6] (2) S?iaCT2- (3) tlHlflltCLT. * [0 14 7] 

8 ~ i i imcDitsvittmz,, 



30 



40 



8 0 0 j! i 



50 





(20) 



[0 14 8 ] 



*#R32 0 0 0-80 0 4 1 



37 

*8 



38 



CH,^ 

8*0- 

J 


fe/ 

B 


No. 


R 1 


«>&«« 


3- (2) 


GH3CH2OCO- 


AB-iB (a/i)' 531 COW)*] 

IROmjol. «-*): 3300-3500, 1733 
WlKDUSO-di) 5 :1. IB(3H, t, >7.1), 2.24 (3H. 
ij, 2.99(214, t, J-7.4). 3. 14-3. 42(5H. o). 
).62-3.69<lH, n). 4.06C2H, 4. >7.1). 4. 14 (IB, 
U, >7. 0, 11.7). 4.38(18, id, I"U 11.7), 
;:02(1H. d, J=7. 3), 5.24(18, d. >4.8). 
>.36(ift .d, >5.5), 5. 38(18, d, >5.3), 
5.41(18, s). 6.61(18, s)» 6.87(18, dd, J=0.9. 
1.2). 7.20(18, dd. >1.8. 8.4). 7.460H. d. 
>8.4), 7. 51(18. d. >L3), 7.93(18. d. 

1=2. 2). 11. 8 Oils) 


4- (2) 


CH 3 (CH 2 ) 2 0C()- 


SUB (a/i)‘ 562[(B+N8i)*] 

IRfoeat. a**): 3432. 1746. 1631 
*«(DllSO-<g 6:0.83(38. t. >7.4). 1.6BC 2ft 
»), 2.24(38, s), 2.99(31 t, >7.3). 3.16- 
3.33(38. ■). 3.39(28, *0, 3.66(111 *), 

5.97(28. t. J*4>. 6), 4.14(18, dd, J=6.8. 11.7), 
1.38(18, n), 5.02(18. d. >7.3), 5.25(18, d, 

1=4.8), 5.37(18. d. J=6.3). 5.40(18, d. 

J=5.1). 6.41(18. s). 6. 62(1H, s). 6.870ft dd, 
J=0.9. 2.2). 7. 20 (IB, dd. >1.7. 8.4). 

1. 4608. 1 J=8. 4), 7.5108. d. >1.3). 
1.93(18, d, >2.2), 11.808. s) 



30 [i§ 9] 



40 



50 





( 21 ) 



WM2 0 0 0-800.4 I 



39 



40 



*9 



CHj^ 

1*0 


UK U ' 

k 


No. 


R 1 


— W4«* 


*-(2) 




SHIS Wt): 562[0W«J*] 

[KOrajol, c»~*) : 3603. 3489, 3421. 3291. 1711, 

1619 ... 

flOKCHSO-dt) 6 :1. 15, 1.17(3H ouch, both d. J= 
5.6). 2.25 (3H. s). 2.99(211 t, J=T. 5). 3.17- 
5. 42(611 «). 3-64(111 ddd. >2.0, 7.0. 9.0), 
4.12(18. dd, >7.0. 11.6). 4.360H. dd, >2.0 
11. 5) , 4. 71 (1H, hoptot. J=6. 5) , 5. 02(1H, d, 
5=7.5). 6.24(18, d. > 6.0), 5.37, 5;40(1H 
wch. both d, >6.5), 6.40, 6.52 (IH each, both 
s). &88(1H. dd. >1.0. 2.0). 7.20 (1H. dd. 
>2.0. a 6). 7.46(18, d, J=a5), 7.51UH. d, 
>2.0),' 7l 93 (18. d. >2.0). ll.BOda b) — _ 


6- (2) 


CHjtCHjJjOGO- 


SSI-NS («/») : 576(0*4®,)*] 

IROmJol. cm t ): 3400. 1746. 1630 
«S(NIS0^di) #:0.83(3a t. >7.3), 1.27(21, ■). 

I. 5l( 2H. ■). 2.24(38, s), 2.99(28. t, J=7.6), 
3.1-3.401. »), 3.66(ia ■>, 4.02(2* t. 

>*. 6). 4.14(18, dd, J=6.B 11.6). 4.38(18. dd, 
>1.6, 11.5). 5.02UR d. >7.5). 5.24 UH. A. 
1=4.9). 5.37(18, d. >5.3). 5.39(1K. d. >6.1). 
5.41(18, s), 6. 52 (1H. *). 6.87(18. dd. >1.1. 
2 . 2 ), 7 . 20 ( 18 . dd, >1.7, a6), 7 . 46 (1R d. 

1=8.6), 7.61 (ML d. >1.3). 7.93UH d. >2.2). 

II. 80(18. s) 



[0 14 9] 



[3U 0] 



50 





( 22 ) 



2 0 0 0 - 8 0 CM I 



[0 150} 



41 



42 



*1 0 







OB 0 




(f 






CB,^ 
1*0 — 

I 


0 

5 


®S« 

No. 


R 1 


UritfllS 


7- (2) 


ayx>- 


ip. 86r:~ 

FAB-8S Wt): 623[OW0T 
IRCmijol. cb*‘): 3400-3500, 1738. IT13 
«R(M60-dJ < : 1.97(38. *). 2.25(38. »). 
2.99(2% t. J=7.7). 3. 14-3.49(5% a). 
3.63(18. a), 4.03(18. id. J=7. 1. 14.3), 
1.44(1% a). 5.01 (1HL 4 >7.5), 6.26(18. 
4. >4. 8). % 33(1% 4 > 5.5), 6.39(1% 4 
J=5. 1), 6.41(1% s). 6-51 (18. s), 488(1% 
Id. J=0. 9. 2.2). 7.21(1% dd. > L% 8.4). 
7.47(1% 4 'J=%'4)i 7.52(1% d, > 1.3). 
7.94 (1% d. j=2.2).»il.7(l% s) 


8- (2) 


— ^octp~ 
a,cr^ 


3SI-8S W*)'- 578(0WH)*) 
tt(ne«t, ca 1 ) : 3430, 1750. 1630 ; 

«a(DCH)l: 2.24(3% s). 2.99(2% t. J= 
7.3), 3.15-3.45(5% a). 3.21(3% «). 
1.48(2% a). 3.63(1% a). 4.14(3% 
■>,4.40(1% dd, >1.9, ‘'11.4), 5.02(1% 4 
1=7. 3), 6.23(1% 4. >4. 9). 5.36 (1% d. 
1=5.3), 5.38(1% 4 >5.1). 6.41(1% 4 
1=0.7), 6.52(1% 4 >0.7). 6.87(1% i U. 
1=1.1. 2.2). 7.20(1% dd. >1.8. 8.4). 
7.46(1% 4J=%4), 7.61(1% 4 >1.1), 
7.92(1% 4 >2-2), 11.80(1% s) 



30 tain 



40 



50 





(23) 



*$B3 2 0 0 0 - 8 0 0 4 I 



43 

*1 1 



44 



CHj x 

t'fl 


PB1 


rgj 


R 1 


mm 


9- (2) 


CHjOCHjCO- 


..*: 65-68^ 

BSHB (■/*): 548(0H4O’] 
ntOmjol, co-*): 3475, 1751, 1630 
tffi(CMS0-dJ 1 : 2. 26 (3* s), 2 . 99 ( 2 * t, J= 
7.5), 3.16-3.42(5* o). 3.24(3* *), 8. 67 (IH, 
0. 3.96(1* 4 J=16. 5), 4.02(1* dr J=16.7). 

I. 14(1* dd, J=6. 9, 11.7). 4.42(1* dd. J=1.7 

II. 7). 5.02 (l* * J=7.3). 5.26(1* 4 
J=4.8), 5.36(1* 4 J=5.5), 6.39( 1* 4 
1=5.3). 6.41(1* s). 6.50(1* s). 6.88(1* 

Id. J=0. 9. 2.2). 7.20(1* d4 M-7. 8.4). 
7.47(1* 4 J=M). 7.61(1* 4 J=15). 
7.94(1* 4 J-2.2). 1176(1* a) ... 



[0 15 1] IdjiPIl 0 

3- (5— 'O'/ [b] 77-^) -2 - O — D- 
V) /'>***'» -6 ' — H Ko*/-4 -/ 

rAs7a¥*7j:/>4 0 OmgZbV /T-frXfrtT 

-fex— h 5m 1 lci3ft?U p- F*x>*/l/*>g£l'y 

'>*-■> A 2 2 m g SST' 1 KfS 

$tc^&x+;l/£j)nxT?&fRU i&fcllWTklc&Co * 
7ki5fc, i§!& ; 5:(S£i' ; 5o 

fcgM*/0*y>b#>i^ovF?x7+- (rStbi^f 
(lg : Zuufcjblx/./t* /— 7b) T'ffiUbT. 3— (5 
-✓<>'/ [b] 77-M -2’- (4, 6-0- (1 
-^h+'7lf'JT» -^-D-y;I/3e7/'7M 
+-» -6 -tKD+'>-4 ’-^ i ^;b7 p Dtf^-7x/ 
>3 2 0mg%i5„ 

[0 15 2] ESI -MS (m/z) : 5 37 ( (M + 
Na) *] , 5 1 5 [ (M + H) * ] 

1 R (nu j o I, c nr 1 ) : 3 4 2 3 , 16 3 1 
NMR (DMSO-ds) <5 : 1 . 40 (3H. s) . 

2. 25 (3 H, s) . 2. 99 (2 H, t, J =7. 
5). 3. 2 3 (3 H, s). 3. 26-3. 82 (8 
H. m) . 5. 18 (1H, d, J — 7 . 7) . 5. 3 
8 ( 1 H. d. J = 5. 3) . 5. 6 1 ( 1 H. d, J 
= 5. 7), 6. 41 ( 1 H, s). 6. 55 (1H. 
s) . 6. 8 4 ( 1 H. d d. J =0. 9. 2. 2) . 

7. 19 ( 1 H. dd. J = I . 7. 8. 4). 7. 4 

7 (1 H. d. J =8. 4) . 7. 5 1 (1 H. d. J 

= 1. 3), 7. 94 ( I H. d. J = 2 . 2). I 

1 . 7 (1H. s) o 
[0 15 3] Wmffl 1 1 



(1)3- (5 —'O'/ [b] 77-lW -2'— (0 
- D-7*/b3 kfx/'>7b^+'» - 6 • - fc Fa*>- 
4 - -2<?-7l/7ofc?*7x/>' 1 . 8 7g^P0^ 
?>36m I iC&iSU ^ST' P -Wbx>X/l/*>8£ 

7 8mg fc'OXTVl'Xb Kv'^^bT-tr^— 7b9 3 0 
mg^OX, SST* 1 . 

U S)g(x^;l/i:ia?oa®7k^:tox, 

So u m^ntcn 

so ii£r S/»J*y;b*7A^nvE^77'f— (iSdirS^ : 
7aD*/l/A/7-bF>) T'ffitJLT, 3- (5-^> 
'/ [b] 77-W -2 - (4. 6— O-^y'Jf 
>— 0 — D— 7*;b3t!x7>7b^' ; F» - 6'-tKn 
4>-4 •-^f-;byolf^7x/>2. 03g£f# 

So 

[0154] ESI-MS (m/z) : 569 [ (M + 
N a) *] , 5 4 7 [ (M + H) *] 

1R (neat, cm' 1 ) • 3 4 50, 16 3 1 
NMR (DMSO-ds) <5:2. 09 (3H. s) . 

40 3. 0 1 (2 H, t . J =7. 4) , 3. 34-3. 4 

8 (4 H, m) , 3. 58-3. 7 0 (3H, m) , 

4. 23 (1H, m) . 5. 22 ( 1 H, d. J=7. 
7). 5. 51 (1H. d, J = 4 . 9). 5. 59 

( 1 H, s) . 5. 6 4 ( 1 H. d. J = 5. 5) , 

6. 4 2 ( 1 H. s) , 6. 5 9 ( 1 H. s) . 6. 9 

0 ( 1 H. d d. J =0. 9. 2. 2) . 7.22(1 

H. dd. J = I - 8. 8. 4), 7. 3 6-7. 5 3 

(7 H, m) . 7. 9 5 ( 1 H. d. J = 2. 2) . I 

1 . 8 0 ( 1 H. s ) c 

[0 15 5] (2) 3- ( 5 -'O'/ lb] 7>x/b) 



50 











( 24 ) 



tffiJl 2000-800/1 I 
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-2 - (4, 6-O-"O7y-f>-0-D-7*/l/=i 
tf =7 / '>)lt + '» -6 -tKD+'>-4 -?< ‘f-fo-f 
□ W7i/>l. 0 0g£rN, N-y7fM';l-A7 

5. K I Om 1 ICjgfiSU /S/'/-;b7 4 7 mg, t- 
7/71/7/ /-/l*/ no '7:7/ 8 2 7 mg?:JlDx.t\ leS 

tm sesra##**. ©s****fc&#» 

mmz&ZL. / 

';*y/W7A^D7F^77-(- : "^7 

V/i8xf;W T'fitSLT. 3- (5 -"O'/ [b] 
7 ^-;W -2- (3-0- t -/y/bz'/T-zi/'/y 

;l/-4, 6-O-"O7y-r/-0-D-7;l/:3t?5/ 
7;M-+7) -6 • - t - 77/1/7* / 77b z y zb/ - 4- 7 
-4 '-/T/l/fatT^x// 1 . 0 6g%?#3o 
[0 15 6] FAB-MS (m/z) : 7 9 7 ( (M + 
Na) ‘] 

1 R (n u j o I , c m -1 ) : 3 4 5 9 ( 1691. 1 
6 10 

NMR (DMSO-ds) 6 : 0. 0 1 (3H, s) . 

0. 08 (3 H, s) . 0. 1 8 (6 H. s) ,0. 8 
6 (9 H. s) . 0. 89 (9 H, s ) . 2. 28 (3 
H. s) . 2. 93-3. 02 (2H. m) . 3. 04 
-3. 1 5 (2H. m) . 3. 2 8 (1 H. m) . 3. 
44 (1H. m) . 3. 62 (2H. m) . 3. 74 
(1 H, t, J =8. 8) , 4. 1 8 (1 H, m) , 

5. 18 (1H. d. J = 7 . 9). 5. 56 (1H. 
d. J =7. 0) . 5. 58 (1 H. s) . 6. 4 0 
(1 H. s) . 6. 7 1 ( 1 H. s) . 6. 8 8(1 
H. dd, J = 0. 9, 2. 2). 7. 17 (1H. d 
d, J = 1 . 8. 8. 6), 7. 36-7. 49 (7 
H. m) , 7. 9 3 (1 H. d. J =2. 2) „ 

[0 15 7] (3) 3- (5-^> v / [b] 77X;W 
-2- (3-0- t -77/bZ*/77bZyzb-4. 6 
- O -"07 0 T 7- 0 ~ D - 7zb3 e-7 7 7zb;t+ 
7) - 6 • - t - 777b/*/ 7/bZ y zb* * / - 4 ’ - / 
77 b7Dfcr*7x/Z 1 . 0 4 g£fcTy/75. 4 ml 
»7kKK2. 7 m I Srto*. SS T— 9MM¥ 
-f£ o SfSifc&l 0%?$7x>gf7klcaf. Sf&xT/b 
T'ttm-rs. mtomzik. 

rSmZMZL. 3- (5 -"O'/ [b] 77X/W - 

2 - (2-0-7-fe7/b-3-0- t -77/b//?- 
zbZ 0 ;l/- 4 , 6 - 0-"O7*y r 7- 0 - D - 7 zb 3 
fc!7/7zb**7) -6 - t -777b7/77b/yzb 
**7-4 -/7/b7ne*7x/Z 1 . 0 9g«l 

6o 

[0 15 8] E S 1 -MS (m/z) : 8 4 0 [ (M + 
N a) *] 

I R (neat, cm 1 ) : 1 7 5 3. 17 05. 1 6 
0 9 

NMR (DMSO-ds) <5 :-0. 04 (3H. 
s) . 0. 00 (3H. s) . 0. I 7 ( 3 H, s) . 
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0. I 7 (3H. s) . 0. 7 8 (9 H. s) . 0. 8 

6 (9 H. s) . 2. 0 2 (3 H. s) . 2. 2 8(3 

H. s) . 2. 80-3. 02 ( 4 H. m) . 3. 62 
( 1 H. t . J =9. 0) . 3. 7 0-3. 8 5 (2 

H. m) . 4. 0 4 ( 1 H. t . J =9. 2) . 4. 2 

9 (1H. dd. J = 3. 7. 8. 8). 4. 93 (1 
H. t . J =9. 0) . 5. 3 8 ( 1 H. d. J = 8.. 

1 ) . 5. 6 5 ( I H. s) . 6. 4 2 ( 1 H. s) . 

6. 65 (1H. s) . 6. 90 ( 1 H. dd. J = 

io 0. 9. 2. 2) . 7. 1 5 ( 1 H. d d. J = 1 - 

8. 8. 6) . 7. 3 7-7. 4 7 (6H. m) . 7. 

5 0 ( I H. d, J =8. 6) . 7. 9 4 (1 H. d. 

J = 2. 2) . 

[0 15 9] (4) 3- (5— "O'/ [b] 77X/W 
-2 - (2-0-74r77b-3-0- t -77/bZ*/ 
*Zb7 y zb- 4 . 6 - 0 - "07 y TO- 0 - D - 7zb 
3fcf7/Zzb**7) - 6 - t -7/7b7*/7/b7y 
Zb**7-4 1. 0 7 g5r 

fh7tKD77>2 3ml 3ml<Oi&-a?$ 

20 icfg&iU fh7-n-7f;l'7>' ; ex')A7;W l ) K 

6 8 5 m g^rJtox. gjgT*2 57Ht#*&<> 

mu 

c, $&rt&x mmzwzLT. 3 - (5 

-"07 [b] 77xzb) — 2 ’ — (2-0-7-feT/b 
— 3-0- t -7T7b'Z/7-Zb7yzb-4, 6 — 0~"< 
Z'/yfO- 0-D-/zb3fc?7/Zzb**7) -6’ 
-t Kd* 7-4 '-^f^DW7x7y9 6 8m 

g 

[0160] FAB-MS (m/z) : 7 2 5 [ (M + 
30 N a ) * ] 

1 R (neat, c nr 1 ) : 1 7 5 3 , 1634 
NMR (DMSO-ds) 6 : -0. 05 (3H. 
s). 0. 00 (3 H. s). 0. 78 (9 H. s), 
2. 03 (3 H, s) , 2. 24 (3H, s) . 2. 9 
2-2. 99 (2 H, m) , 3. 05-3. 1 1 (2 
H. m) . 3. 60 (1H, t, J =9. 1) , 3. 7 

2 (1 H. t, J = 9. 3) . 3. 7 7-3. 8 5 (1 

H, m) , 4. 0 4 (1 H, m) , 4. 2 7 ( 1 H, d 

d. J = 4 . 2. 9. 2). 4. 95 (1H. t, J = 

40 8. 5). 5. 4 6 (1 H. d, J=8. I). 5. 6 

4 ( 1 H. s) . 6. 4 2 ( 1 H. s) . 6. 5 2 (1 

H. s) , 6. 89 (1 H. dd. J =0. 9, 2. 

2) . 7. 2 0 ( 1 H, d d. J = 1 . 7, 8. 3) . 

7. 36-7. 46 ( 5 H, m), 7. 50 (1H. 
d. J =8. 3) . 7. 5 1 (1 H. m) , 7. 9 4 
(I H. d. J =2. 2) , 10. 7 (1 H, s) o 
[0 16 1] (5) 3- ( 5 —"O'/ [ b] 7?x;W 

-2- (2 -0-7-feT/b- 3 -0- t — 77/10*/ 
7/bZ y /!/- 4 . 6 — 0 — "0/*y TO- 0 — D — 7 zb 
3fcf:7/7zb**/) — 6 — t Kn*7 — 4 - /7/b 
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( 25 ) 



t$P.3 2 0 0 0-80 0-4 I 
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/□ ¥j-~7x / >9 5 8 in 5 m I tC?38?L, 

7 R 4 m I , p — F/bxy X.iUd' >6£ 7 5mg ; 5r/)DxT> 

SrST'4 BfiUftirf S« SfTvifS^^K 7 0 0m l tci± 

— (iSJiljSft : Xondvb.k//^/— 7b) T'HUL 
T, 3- (5 -'O'/ [b] 77-/W -2 - (2- 

O-74r ; f7b-0-D-/7b:3fc?-7/>7b;t*» “ 

6 -bFo+'>-4 , -77;l/7 , Dtf^7x/>4 2 0 
m g£f#5o 

[0 1 6 2] P&&: l 6 0‘C~ (^iC^Sk) 

E S 1 -MS (m/z) : 5 1 8 [ (M + NHi) *] 

I R (n u j o I , c m -1 ) • 3 1 0 0- 3510, 1 

7 5 2 

NMR (DMSO-ds) S : 1. 99 (3H, s) . 

2. 22 (3 H, s) , 2. 90 — 2. 97 (2H. 
m) , 3. 03-3. 1 1 (2 H, m) , 3. 2 1- 

3. 3 1 (1 H. m) . 3. 4 2-3. 53 (3H. 
m) . 3. 72 (1H. m) . 4. 67 OH, t. J 
= 5. 6), 4. 78 (1H. dd. J=8. 2, 9. 
5), 5. 2 0 (1 H. d. J = 8. 1), 5. 28 

( 1 H. d. J = 5. 3) , 5. 3 6 (1 H, d, J = 

5. 5). 6. 3 9 ( 1 H, s) , 6. 52 (1H, 

s) , 6. 88 (1 H. dd, J =0. 9, 2. 2) . 

7. 1 8 (1 H. dd, J = 1 . 7, 8. 4) , 7. 4 

7 ( I H, d, J = 8 . 4). 7. 50 (1H, d, J 

= 1. 3) , 7. 93 (1 H, d, J =2. 2) . 1 

0. 8 6 (1 H, s) o 
[0 16 3] KBIsfifli 1 2 

(1)3- (5 -'O'/ [b] 77-W — 2 ' — 

(4, 6-O-'O>l)-r:> , -0-D-/7b3fcf7/> 
7b**» -6-2FD+-7-4 -/T/b/Dfc?*/ 
x/> 2. 0 2 g5rfc?D>>2 0m 1 tcrSKL, &7k6l 

gg2. 2 7 gjs-c4. 5 BSPb i ?«FN' ; 5<> 

®£l 0%ft7x>&7)<lc&€\ BWS?x^T«ffi-r 

i§ft%S£U 3- (5- 
'O'/ [b] 77-W -2-- (2, 3 -'>'-0-7 
-tr?-7b- 4 , 6-0-'0>'Ox>-/?-D-/7l/ae 
^/>7b**» -6-7-trF*>-4 --/f^b/ci 
W7i/y2. 3 7 g£lfj£» 

[0 164] M&*- 2 00-2 0 3t 
ES 1-MS (m/z) : 690 [ (M + N H<) *] 

I R (nu j o I. cm 1 ) : I 7 6 4, 1747, 1 
6 9 9, 16 19 

NMR (DMSO-ds) 6 : I. 94 (3H, s) , 

2. 01 (3 H, s) , 2. 02 ( 3 H, s), 2. 3 
4 ( 3 H, s) . 2. 8 7-3. 03 (4H, m) . 

3. 7 6 (1 H. t . 1=9- 9) . 3. 90 (1 H. 

I. J = 9 . 4). 3. 97 ( I H. dd. J=4. 

5, 9. 9). 4. 44 (1H, dd. J = 4. 6. I 



48 

0. 0). 5. 07 ( 1 H. dd. J=7. 9. 8. 

I ) , 5. 4 0 ( 1 H. t . J = 9- 4) , 5. 6 3 

( I H. s) . 5. 6 8 ( 1 H. d. J = 7. 9) , 

6. 7 4 ( 1 H. s) . 6. 9 1 ( 1 H. d d. J = 

0. 9, 2. 2) , 7. 00 (1 H, s) . 7. 17 

( 1 H. d d. J = 1. 8, 8. 6) . 7. 3 9 (5 
H, s) . 7. 49 (1H. d. J = l. 3). 7. .5 
1 (1 H. d. J =8. 4) . 7. 95 (I H. d. J 

= 2. 2) o 

10 [0 16 5] (2) 3- (5 -'O'/ [b] 77-W 

-2 - (2. 3 —>—0—7 7b — 4 , 6-0— 'S 
>>0-r>— 0 — D — /;l/3tfx/>7b^"+» —6’ 
-7-feb*>-4 •-/^/l7/otr*7i/>2. 0 4 
g£St686 0m 1 icfifllU 7k6m I t p- h7bx>X 
7b40$?5 8mg£:linxT\ ^LimT'2 

8 0 0ml t C 1 Ltz'ik. 1* 

mLTtrcT w^nrz±f^s 
fcBf&xfvblcjgfKU £ 

20 A^DVl>^777- (jgmtgft : Xnci*7bA//.* 

/-7b) T'fcKib'iX 3- (5 —'O'/ [b] 77- 
;b) -2 •- (2, 3 — >— O — 7-tr77b— 0-D-y 
;l/atf-7/>7l/*+» — 6’— 7-bh4->— 4’ — /7" 
7b/Dtf*7x/> 1. 7 2g£}#£. 

[0 16 6] ESI — M S (m/z) : 602 [ (M + 
N Hi) *] 

1 R ( n u j o 1 . c nr 1 ) -3 40 4, 1751 
NMR (DMSO-ds) 8 : I. 87 (3H, s) . 

2. 00 ( 3 H, s) , 2. 00 (3 H, s) , 2. 3 
30 1 (3 H, s) , 2. 84-3. 1 1 (4H. m) , 

3. 48-3. 57 (2H. m) ; 3. 64-3. 77 

(2H. m) , 4. 7 7 ( 1 H, t. J =5. 8) . 

4. 89 (1 H, dd, J =8. 1. 9. 7) . 5. 1 

0 (1 H. 1. J =9. 7) . 5. 50(1 H. d. J 

= 8. 1). 5. 5 9 (1 H, d. J = 5. 7). 6. 

70 (1H, s) , 6. 89 ( 1 H, dd, J=0. 

9, 2. 2), 7. 0 0 ( 1 H. s). 7. 16 (1 
H, dd, J = l. 5. 8. 5). 7. 47-7. 50 

( 2 H, m) . 7. 94 (1 H, d. J=2. 2) . 

40 [0 1 6 7] UjiWl 3 

(1)3- (5 —'O'/ [ b] 77-W -2 - 
(2. 3->-0-7-tr7/b-4, 6 -0-'0>0f-* 
y- 0 -D-/7b=it£y/>7b;i'+» -6 -7-bb 
+ >— 4 -/7;l//ae^7x/>6 7 lmgSrxF 
7tFD7775ml, ///— 7b 5ml, *0. 1 m 

1 <Digj&lC®ft¥U 114 1 9mg£faxT. JtgT'3 

0B3Rm*#-f £„ gtg£x77bT*ttttt 

T£o £!£?£, ****H56-r5 o ibtl 

/iSii^> , )*77b*7A7av (rSl±lr?? 

so ft : '\**>/R«x*-/W T'fil^LT. 3- (5-^ 




( 26 ) 



mM2 0 0 0 - 80 04 1 



49 

>'/ ( b] 77-W -2 - (2, 3 - is — 0-7 -fe 
?-/b-4. 6-0-^>>*Uf y-fl-D-iObrn^ 
7y;W+-» - 6 t Fn+v- 4 -/fObT’n t! 
^7i7 >4 1 OmglilS, 

[0 1 6 8] Rk&: 1 8 7-1 8 9°C 
ES 1-MS (m/z) : 6 4 8 [ (M + N HO •] 

I R (neat, cm*) M754. 1633 
NMR (DMSO-de) <5:1. 97 (3H, s) . 

2. 01 (3 H, s), 2. 25 (3 H, s), 2. 9 
0-2. 98 (2H, m) , 3. 01-3. 09 (2 io 
H, m) , 3. 7 6 (1 H. t . J = 9 . 9) . 3. 8 

8 (IH, t. J=9. 4), 3. 95 (1H. dd. 

J = 4 . 6. 9. 5). 4. 32 ( 1 H. d d. J = 

4. 6, 10. I) . 5. 05 (1H. dd. J=7. 

9, 9. 3) , 5. 4 0 ( 1 H, t . J =9. 3) . 

5. 63 (1H. s) . 5. 63 ( 1 H. d. J=7. 

9) . 6. 4 3 (1 H. s) . 6. 53 (1 H. s) . 

6. 9 0 (1 H. d d. J =0. 9. 2. 2) . 7. 1 

9 (1H. dd, J = 1. 7, 8. 6). 7. 39 (5 

H, s). 7. 50 (2H, m) , 7. 95(1H, 20 

d. J =2. 2) , 10. 7 0 ( 1 H, s) . 

[0 16 9] (2) 3- (5-^>'/ [b] 

-2'- (2, 3— '>*— 0 — 74r?7l/— 4, 6-0-^ 

0 — D — /;b3l£5/S'7b:t+S') —6' 

-t Ko+'>-4 •-^7;b7 , ntr^-7x/>'3 9 5m 
14ml (Ci£ft¥b. 7k 1 . 4mlfcp-F7bX 

y x;b* y&\ 2 m g *ta x „ 2 a R.TO #' t &<, 

g^x^/bicjgftifu 7ki$fc, m 

Yfy 7*— (iSttiiS!® : 7 dd;M/A// 77— /b) 
T'«KUT. 3- (5 — O'/ (b) 7yx/b) - 2’ 

- (2. 3-'7-0-7-t7;b-/?-D-7'7b3kf^7 
>/b/40) — 6 ' — t Fo*y-4 •-//-zb/ntf* 
7i/7297mg 
[0 1 7 0] Rt^: 1 5 1 — 1 5 3*C 
ES 1 -MS (m/z) : 560 [ (M+N HO *] 

1 R ( n u j o I , cm 1 ) : 3 5 4 3, 3288, 1 
7 5 1, 17 2 9 

NMR (DMSO-de) <5 : 1 . 91 (3H. s) , 40 

1. 99 (3 H, s) , 2. 23 (3H. s) , 2. 8 
9-2. 96 ( 2 H, m) , 3. 02-3. 09 (2 
H. m) . 3. 4 6-3. 80 (4H, m) , 4. 75 

( 1 H, t. J = 5. 7) , 4. 8 8 ( 1 H. d d, J 

= 8. 0. 9. 8) . 5. 09 (1H, t. J=9. 

4) . 5. 4 3 ( 1 H, d. J =8. 0) , 5. 5 8 
( 1 H. d. J = 5. 7) , 6. 4 1 (1 H, s) . 

6. 5 4 ( 1 H. s) . 6. 8 8 ( 1 H. d d. J = 

0. 9. 2. 2) , 7. 17 ( 1 H. d d. J = 1 . 

8, 8. 4) . 7. 4 7 ( 1 H. d. J = 8. 9) . 



so 

7. 4 9 (1 H, s) . 7. 94 ( 1 H. d. J =2. 

2) . 10. 4 8 ( 1 H. s) o 
[0171] S&M 1 4 

(1) 3- (5 -'O'/ [b] 7-7-71/) — 2 ' — 

(4. 6-0 — <y'>‘')7>-0-D-7‘7l/3tf7/'> 
;b**'» -6 — k Hn+y-4 ‘ -/T+bT’a £*7 
x/>600mg^N, N-//+7b7-b F75 F4m 
lfcffilBU F*)x7;b7^y I 2 3mg£rllD;i. 
f-py+7b7nnjk./b/— h I 1 5mgd)N, N — // 
77l/7-trF7 5 F 2 m 1 mm* A OftA'ttTjKTi-So 
HOST 1 OtfflilfU 1 0%7xy8?7k*Ftc 

Sffigx^bT'ttiirrSo W®Ji£7kift. 
mi^*^£t %<> w htitc w&* y *j * 7*;b* y a y o 

(fgiBiSJ® : 7Dn*;bA//*7— 
;b) T'UKLT. 3- (5 -'O'/ [b] 77 -W - 
2 - (4, 6-0-^y/';r>-/3-D-77l/3t! 

- 6'-7F+'>* ;b.t*x;l//+ -y - 
4 ■-7f/l/7DM7x7>637mg^o 
[0172] ESI— MS (m/z) : 6 2 2 [ (M+ 
N HO *] 

I R ( n u j o I , c m‘* ) '-3383, 1762, 1 
6 8 9, 16 1 8 

NMR (DMSO-de) <5:2. 34 (3H, s) , 

2. 92-2. 98 ( 2 H, m) . 3. 05-3. 25 
( 2 H, m) , 3. 3 3-3. 4 7 (2H. m) . 3. 
54 — 3. 7 0 (3 H, m) . 3. 75 (3 H, s). 

4. 2 2 (1 H. m) . 5. 28 (1 H. d, J =7. 

9), 5. 51 (1H, d, J = 5. 3). 5. 57 
(IH, s), 5 . 68 (1H, d, J = 5 . 9). 

6. 8 1 ( 1 H. s) , 6. 9 1 ( 1 H. d d. J = 

0. 9, 2. 2), 7. 0 9 (IH, s), 7. 19 

(1 H, d d. J = 1. 7, 8. 6) , 7. 37-7. 

4 8 ( 5 H, m) , 7. 5 0 ( 1 H, d, J =8. 

6) . 7. 50 (1 H. d. J= 1. 7) , 7. 95 
(I H. d. J =2. 2) „ 

[0 17 3] (2) 3— (5— 'O'/ [b] 7 yx/b) 
-2'- (4. 6-O-'O5?y-ry-0-D-'JOl/3 
J y/b^^y) — 6 ’ — 7 F + y^/bjJvXjb^'^y 
— 4 — y^;b7 p ntf^7x/>6 1 8mg5:RSt6 0 
m 1 (CfgftSU zk 1 . 4 m 1 t p- F7bxyX7b*yg£ 
l 9mg£fojx. SrgT—BftMtf-tSo KtCffi^TTkTklc 
rif. 0¥$x7/bT'}4m-f So SriSfalWzkT'ift 

;b*vA7a-?F/y7 + - (iSai8&: 7no*/bA 
/72/-/b) T'?£KU 3- (5 -'O'/ [b] 77 
x;b) -2- (^-D-/7b3Ef5/y;b^-+y) - 
6 -7 F*'>#;btfx;b**y-4 -/^b'/be* 
7 x 7 7 4 28mg 

[0174] ESI-MS (m/z) : 5 3 4 [ (M + 
N HO •] 
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(27) 
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I R (neat, c nr' ) : 3 3 8 7 . 1765 
NMR (DMSO-ds) 6 -2. 32 (3H. s) . 

2. 90-2. 98 ( 2 H. m) . 3. 09-3. 50 
( 7 H. m) . 3. 6 7-3. 7 4 ( 1 H, m) . 3. 

7 4 ( 3 H. s) . 4. 6 0 ( 1 H, t . J =5. 

7) . 5. 04 (1 H. d. J =7. 5) . 5. 08 

(1 H. d. J =5. 3) . 5. I 5 (IH, d. J = 

4. 9) . 5. 3 7 ( 1 H, d. J = 5. 5) . 6. 7 

8 (IH. m) . 6. 88 (1H. dd. J=0. 9. 

2. 2) . 7. 03 (I H, s) . 7. I 9 ( 1 H. d 
d. J = l- 8. 8. 4). 7. 46 (IH. d. J = 

8. 4) . 7. 5 1 ( I H. d. J = 1 - 3) . 7. 9 

3 (1 H. d. J =2. 2) » 

[0 17 5] 8M! 5 
( 1 ) M n 1 4 - ( 1 ) fcH8lC LT. 
tA'b3- (5— 'O'/ [b] -2 - 

( 4 . 6 - 0 x /- 0 - D - 401/3 > 

-6’-7-tr F+7-4 •-77/l'/ofc! , *:7 

[0 17 6] ESI -M S (m/z) : 6 0 6 [ (M + 
N H«) *] 

I R ( n u j o 1 , c m' 1 ) : 3 3 6 7 , 1767, 1 
6 9 0. 16 17 

NMR (DMSO-ds) <5:2. 03 (3H. s) . 
2.3 3 (3 H. s) . 2. 9 2-3. 00 (2H. 
m), 3. 05-3. 73 (7H. m), 4. 17- 
4. 27 (IH. m) , 5. 26 (IH. d, J=7. 

7) . 5. 50 (1 H. d. J =5. 3) . 5. 5 8 

(1 H. s) . 5. 6 8 (1 H. d. .1=5. 9) . 

6. 6 8 (1 H. m) . 6. 9 1 (IH. d d. J = 

0. 9, 2. 2). 7. 05 (IH. s) . 7. 19 

(IH. dd, J = l- 6. 8. 6). 7. 37-7. 
52 ( 7 H, m) . 7. 95 (IH, d. J=2. 

2) o 

[0 17 7] (2) $im\l 4- (2) fcPlilcLT. 
3- (5 -'O'/ [b] 77-;W — 2 ’— (4. 6- 
O— sOi/*) 8 — D — 

— 6 - — 4 

3- (5 -'O'/ [b] 7 -2 - (0-D- 
/A - 6 ’-7-tr F + >- 4 -/ 
3-jl/a \L-X7 1 / 

[0 17 8] E S I -M S (m/z) : 5 1 8 [ (M + 
N Hi) *) 

I R (neat, cm') : 3 3 93. 1 7 6 9. 1 6 
9 1. 16 18, 1198 

NMR (DMSO-de) <5:2. 02 (3H, s) . 

2. 30 (3 H. s) . 2. 8 9-3. 02 (2H. 
m). 3. 06-3. 51 (7H, m), 3. 67- 

3. 7 5 (IH. m) . 4. 5 8 ( 1 H. t. J = 5. 
7), 5. 02 (IH, d. J = 7 . 3). 5. 05 



(1 H. d. J =5. 1) , 5. 12 (1 H. d. J = 
4. 8). 5. 34 (IH. d. J = 5. 5). 6- 6 
4 ( 1 H. s) . 6. 8 8 ( 1 H. d d. J =0. 9. 

2. 2). 6. 99 (IH. s). 7. 19 (IH. d 
d. J = l. 7. 8. 4). 7. 47 ( 1 H. d, J = 
8. 4). 7. 51 (IH, d. J = l. 3). 7. 9 
3 (1 H. d. J =2. 0) o 
[0 17 9] 1 6 

3 — ( 5 —'O'/ [b] 77-11') -2'- (0-D- 

10 /'>;!/*+'» -6 '-t: Ko+->- 4 

^-;1/7d t!t7x/75 OOmg?:, N. W-i/ZZ-fr 
7-feF7SF3. 5 m I h')xf;l/7$>3 

1 5 m g 7k?STT*7-b77l/7 n 0 K 2 8 2 m g 

SrtgTLT, 7k?STT*3 0^\ iigT-tiUftSo S 

5 0 t, 

*7/x7DTE7'^7>r- 7 dd*M/ 

77/-7W T'ffiULT. 3- (5-^7/ [b] 77 
-/!,) -2- (6-0-7-fe*7l/- 0- D-^l/^ET 
20 77>;l//+'>) — 6’ — 7-feh*'>— 4 '-ZZ-fr/u 

\ZZt7 x 7 7 3 0 4 m g %>o 
[0180] ES1-MS (m/z) : 5 6 0 [ (M+ 
NHO *] 

1 R (neat, cm 1 ) :3417, 176 9. .1 7 

4 0 , 1 6 9 5 , 1 6 1 8 

NMR (DMSO-ds) <5 : 1 . 97 (3H, s) . 
2. 02 (3 H. s) . 2. 3 1 (3H, s) . 2. 8 
8-2. 98 (2 H, m) . 3. 04 -3. 3 2 (5 



H, 


m) 


.3.62 


-3 


. 7 0 ( 1 H, m) , 


4. 


03 


(1 H. 


dd, J = 


7. 


2, 


14. 1 ) . 


4. 


3 5 


(1 


H. 


d d 


. J = 1- 


8* 


1 1 


. 7) . 5. 


0 4 


(1 


Ht 


d. 


J - 


7. 5) . 


5. 


2 5 


( 1 H. d. 


J = 


4. 




9) 


0 5 


. 3 4 ( 1 H. 


d, 


J = 5. 3) 


. 5 


. 4 


4 



( 1 H, d. J = 5. 5) . 6. 6 7 ( 1 H, s) . 

6. 88 (IH, dd. J = 0. 9. 2. 2). 6. 9 

5 ( 1 H, s). 7. 18 (IH. dd. J = 1. 8. 
8. 4). 7. 47 (IH. d. J=8. 4). 7. 5 

0 (1 H, d. J = 1 . 5) . 7. 9 4 (1 H. d, J 

= 2. 2) o 

so [0 18 1)«J6M17 

(1)3- ( 5 —*0'Z [b] 77X/1/) - 2 — (0 
_ D _ 3 / ->;!,** ->) - 6 • - fc: F n * / - 

4 •_^7;l / 7DtT2!-7x//3. 0g%2. 4, 6- 
n0/>3 3 m I lcjgft¥L, F- 5 / 7 /X— 7-tr h/lc 
T-4 O^tCftfflU i)IUtfe4-xhD7xx;l/ 
7oo4vl/7— Fl. 7 1 gO->'^DP^?>8. 6m 

1 - 4 0 iCT' 1 3 0 ^riiSt I 

5 3*CT38tR3}t#f&o 5 




( 28 ) 
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'>0*y/l/*7A7nvh7'77.<- (j3£Br§!8 : 7 a 
D *;UA/7-th» -PWSHLT, 3- (5 -'O'/ 
lb] 77-/1/) -2- (4. 6-0-*;l/3K—;l/- 
0-D-7/l/3fcf7/'>/l/*3O) - 6 - - 1 Kn30 
-4’-^f/l//D W7x/>2. 16g£3#-5„ 

[0 182] FAB-MS (m/z) : 5 0 7 [ (M + 

N a) *] . 4 8 5 [ (M + H) *] 

I R (n u j o I , cm -1 ) 13386, 1753, 1 
6 30 

NMR (DMSO-ds) <5 : 2. 25 (3H, s) . io 

2. 99 (2 H. t. J = 7 . 4). 3. 30-3. 4 

0 (3 H, m) , 3. 6 4 ( 1 H. m) , 4. 0 9- 

4. 21 (2 H, m). 4. 26{lH. dd, J = 

9. 3. 9. 7) , 4. 4 9 (1 H. d d. J =5. 

3, 9. 2) , 5. 2 6 (1 H. d. J =7. 9) . 

5. 80 (1H, d, J = 5. 9). 5. 86 (1H. 

d. J =5. 7) . 6. 4 3 (1 H, s) , 6. 5 5 

(1H, s) , 6. 89 (1H, dd. J = 0. 9. 

2. 2) , 7. 1 9 ( 1 H, d d, J = 1 . 8, 8. 

6) , 7. 49 (1H, d, J = 8. 6), 7. 50 20 

(1H, d. J = l. 9), 7. 94 (1H, d, J = 

2. 2) . 11. 6 (1 H, s) , 

[0 18 3] (2) 3- (5— 'O'/ [b] 73X/1/) 

-2 - (4. 6-0-*;l/*x;l/-/?-D-7/l/3fc: 
7/'>;l/*30) — 6 ’ — t Ka30-4 -yy-jlzfn 
W7x7>2. 1 3 g$-/7/~/l/4 0m 1 Kjgft? 

U p- Wkx>X/l//108!8 4 mg^Jinx, UST' 1 

TkiciiO 7kift, 

Z>o A//l/A7A^a7 h/77^ 30 

- : ^PDMA/7-bhy) T'fitSLT. 

3- (5 -'O'/ [b] 77-/W -2- (4-0- 
/ E30*/l/tfx;[,- p - D— 7/1/3 £7/ 7/1/** 

7) -6 , -tFD+->-4 , -^f/l//DW7i7> 

9 8 6mg5rlf?>o 

[0 18 4] E S I -MS (m/z) : 5 3 4 [ (M + 
NHO *] 

1 R (neat, cur 1 ) :3 4 59, 1 7 52, 1 6 

3 1 

NMR (DMSO-ds) <5:2. 24 (3H. s) , 40 

3. 00 ( 2 H, t, J = 7 . 4), 3. 32-3. 4 
5 (4 H. m) , 3 . 4 9-3. 60 (2H. m) , 

3. 66-3. 73 (1 H, m). 3. 73 (3H, 
s) , 4. 5 4 (1 H, l, J =9. 6) , 4. 8 2 
(1 H, t. J =5. 6) . 5. 12 (1 H. d, J = 

7. 7) . 5. 5 2 ( 1 H. d. J = 5. 7) . 5. 6 

0 (1 H. d, J =5. 7) . 6. 4 4 ( 1 H, d. J 

= 0. 6). 6. 56 (IH. d. J = 0. 9). 6. 

9 0 ( 1 H. d d. J =0. 9, 2. 2) . 7. 2 2 

( 1 H. d d, J = 1. 7. 8. 4) . 7. 4 7 ( 1 so 
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H. d. J =8. 4) , 7. 5 4 ( 1 H. d. J = 1. 
3) . 7. 9 3 ( 1 H, d. J = 2. 2) . 11. 8 
( 1 H, s) „ 

[0 18 5] iyjiwi 8 

KiifMl tlB)l£lcjaiI*£cttc<fc'X ttfS-TSlgmit 
&W'b3- (5-/0'/ [b] 77-/1/) — 2 ' — 
(0-D-7/l/3t?7/7/l/**7) -6 -EKP+ 
7- 4 -x*/l//Dlf*7 i/7£l#6<> 

[0 I 8 6] Rt&: 1 4 6- 1 4 8. 5X: 

ES1-MS (m/z) : 490 [(M + NH«)*J 
1R (nujol. cnr') 13 600-3 200, 1 
6 3 3. 16 0 5 

NMR (DMSO-de) <5 : 1. 15 (3H, t. J 
= 7. 5). 2. 55 (2 H. q. J=7. 5). 3. 

00 (2 H. t, J = 7. 5). 3. 10-3. 50 

(7 H. m) , 3. 6 8-3. 7 4 ( 1 H. m) . 4. 

6 1 (1 H. t. J =5. 5) . 4. 98(1 H. d. 

J = 7 . 5). 5. 0 6 ( 1 H. d. J = 5 . 5), 

5. 1 4 ( 1 H, d. J = 5. 0) , 5. 3 1 ( 1 H. 

d, J =5. 5) , 6. 4 2 (1 H. d. J = 1. 

5) , 6. 5 7 (1 H, d. J = 1 . 5) . 6. 8 8 

( 1 H. d d, J = 1 . 0. 2. 0) . 7. 2 2 (1 

H. dd, J = 2 . 0, 8. 5). 7. 46 ( 1 H, 
d, J =8. 5) . 7. 5 3 (1 H, d. J =2. 

0) . 7. 9 3 (1 H, d. J = 2. 0) , 1 1 . 9 0 

( 1 H. s) „ 

[ 0187 ] mmmi 9 

(1) rn&mz- (1) T']#£*l/c3- (5 -'O'/ 
[b] 77-/W -2‘- (0-D-7/l/3fcf7/7/l/ 
*30) -6--7';/l/**'>-4 -//-;l//Dlf*X 
x/7 3 0 Omg^f h7fc KP77>3ra 1 ic&fr 
0. zk^T. 2, 4. 6-P'J 77 3 1 5mgiO'7x 
z/1/?pd*X7i- h 4 8 6mg/&ftJ*> 7/1/3*75? 
B5TF. SfSjfrSrzk^Lfc 1 

o%7x78£zkig?8£i£2\ l# 

^4a7c^«se?:7k. 

//1/*7A^d?F/ 777- 7oa*/l/ 

A//7/-/W T'^SIU 3- (5 -'O'/ [b] 7 
7-W -2 - (6-0->‘7x-M'X3/-j5- 
D - 771/ 3 1! 7 / 7 /b* * 7) - 6 ’ - 7 1) /!/* * 7 - 
4 '-/7/l//ntr*7x/7 3 2 7mg«#5„ 

[0 18 8] E S 1 -MS (m/z) : 7 4 8 [ (M + 
N H<) •] 

1 R ( n u j o I , c nr' ) :3396. 1698,. 1 
6 09 

NMR (DMSO-ds) <5:2. 17 (3H."“s) . 

2. 95 ( 2 H. (. J = 7 . 5). 3. 0-3. 3 
( 5 H. m). 3. 72 (1H. dt, J = 9- 5. 

2. 5) , 4. 3 0 ( I H. d d d. J = 5. 5, 7. 




(29) 



2 0 0 0 — 80 CM I 
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5, 1 1 . 5) . 4. 5 2 (2H. d t , J = 1 - 5. 

5. 0). 4. 57 (IH, ddd, J=3. 5. 5. 

5. 11. 5) . 5. 00 (1 H. d. J =7. 5) . 

5. 1 6 (1 H. dd t, J= 1 1. 0. 3. 5. I. 

5) . 5. 2 6 ( 1 H. d d t . J = 1 7. 5. 3. 

5. 1. 5) . 5. 3-5. 4 ( 3 H. b r) . 5. 8 

9 ( 1 H. d d t. J = 1 7. 5. 11. 0. 5. 

0). 6. 5 5 (IH, s). 6. 68 (IH. s). 

6. 8 6 ( 1 H. dd. J = 1 . 0. 2. 0), 7. 1 

-7. 2 (7 H. m). 7. 30 (4H. dt. J = 

8.0. 1. 5) . 7. 4 4 (I H. d. J =9. 

5) , 7. 45 (IH. d. J =2. 0) . 7. 92 
(1 H. d, J =2. 0) 

(2) (1) T'f#f>nfc3- (S-'OV [b] 7-7— 

;l/) -2- (6-0-77i-/b*X*/-/?-D- 
7*;l/3fcT7/7rt/*+7) -6 ‘-7 0/7*+ '7- 4 - 
^^-;l/7ntf4-7x7>3 0 8mg£7-t: Ex E 0/b3 
mltctgfrU fl87yt->)A8 Omgt-mitax 
(h'J7i-M>X7-/y) (I I) 3 m g 

77 E:J7#0MT. 1. 5B#Pa1M&li£f5o 
sis**sfifcRu TkTkicaf. gtggx^ETttm-f 
5, ntoftttTkTJttkftaU IE 

Jifg. WETfcSUW*. *#E>ftfcWSr7'.)#y7l/# 
7i»^07^77-f- (rgdijg!® : i'DDMA/T' 
9 7 — /b) T'iKL, 3- (5-^7/ [b] 75- 
;U) -2- (6-0— >*7x-MX*/-^-D- 
7;l/3kf57->;b^-^'» -6'-CKn+->- 4-7 
7 L ;l/7atr^-7x7>2 4 6mg?i5o 
[0 18 9] E S J -MS (m/z) : 7 0 8 [ (M + 
NHi) *] 

IR (nujol. cm') :3405, 1630. 1 
600 

NMR (DMSO-ds) 6:2. 13 (3H, s) . 

2. 9 8 ( 2 H, t. J =7. 0) . 3. 2-3. 5 
(5H. m) . 3. 7 5-3. 8 5 ( 1 H. m) . 4. 
3-4. 4 (1 H. m) , 4. 5 5 ( 1 H. ddd. J 
= 3. 5. 5. 5. 11. 5) . 5. 1 0 ( I H. d, 

J = 8 . 0). 5. 2 9 (1 H. d, J = 5 . 0). 

5. 4 1 (1 H. d. J =4. 5) . 5. 4 3 (1 H, 
d, J = 5. 5). 6. 3 9 ( 1 H, d. J = 1 . 

0). 6. 57 (IH, d, J = 1 . 0). 6. 85 
(1 H. dd. J = 1. 0. 2. 0) . 7. 1-7. 2 
(7 H. m) . 7. 2 9 (4 H. d t . J = 8. 0, 

2. 5) . 7. 4 4 (1 H, d. J =9. 5) . 7. 4 

9 (IH. d. J=2. 0). 7. 92 ( 1 H. d, J 
= 2. 0) . 11. 8 4 ( 1 H. s) 

(3) 3- (5-^>7 lb] 75-W -2 - (6 
- O - 7 7i-M 7*7- /? - D - 771/3 tf7/ >7E 
*+-» - 6 -fc Fn*7- 4 -77 L yl/7DtfT!-7x 
/77 64mg£:t. 4 - 7*++)- 7 3 3 m I IcrSfr 
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U 0. 1 N — 7j<6^(t:7' 3 m I ^&/)D 

X. SigT'2. 5B#Pa‘Htt$-r&<, 5 

It^'i6tc^(l:7 7 ; ex7i.6 0mg5-)ilix. MET, 
SrSi-TSo l#E>ti*:5£i§R:x£y— ;1 /£Adx, 

% ilgiftic/ V/ d/V- /E£Jhix., 
ilf®U 3- (5 —'■O''/ [ b] 77-/W — 2 - 
(4. 6-0-*77-<-7- 

;l/*+7) - 6 -t HdT->- 4 •-77 L ;bT'nt!^-7 
x77-tMJ72*3 2 7mg?:|5„ 
io [0 1 90] ES 1 -MS (m/z) : 5 1 9 [ (M-E 
N a) *] 

IR (nujol, c m -1 ) - 3300, 1625, 1 
6 1 2 

NMR (DMSO-ds) 6:2. 25 (3H. s). 

2. 97 ( 2 H, t, J =7. 5) . 3. 3-3. 9 
(8 H, m) . 5. 15 (IH, d, J — 7 . 5), 

5. 4 0 ( 1 H, b r) , 5. 5 5 ( 1 H. b r) , 

6. 4 1 (1 H. s) . 6. 5 5 (1 H. s) . 6. 9 

8 ( 1 H. d d, J = 1 . 0. 2. 0) . 7. 19(1 

20 H, d d, J = 1 - 5, 8. 5) , 7. 4 9 ( 1 H, 

d, J =8. 5) . 7. 5 1 (1 H, d. J = 1. 

5) , 7. 9 2 (1 H. d, J = 2. 0) 

mm i - 

( 1 ) ;l/— 5 0 g -52 fcT 0 77 4 0 0 m 

1 tCfgfl?U *8/kBffi£ 13 3ml ^JnxtSigT' 1 7B# 
Pe'HtTN'So 

xW5 0 0m llcrg8?U 1 0 %m«t* 

7k, t&foftigzkT'ftft. &.mk. 

/-7l/77-tr/-E 7 4 g£]#3„ 

30 [0 1 9 1 ] E I -MS (m/z) : 208 (M*) 

NMR (CDCIj) <5:2. 2 7 (6H. s), 2. 

3 5 (3 H, s) , 6. 7 1 ( 1 H, t, J = 1 . 

8) . 6. 8 0 ( 2 H, m) . 

[0 19 2] (2) (g{t7;b5x->Al 9. 2g*7o 
D^7-t?75 0m 1 9 O'ClCtolglU : tCtC*/ls'> 

S-fUi/T-br— E 1 0 g®?cm'S7-l£7 8m 1 jgfS 
^3 >ST&. PrST- 1 BSHSHMf L 

#81 U gfCfg^TTk- 1 0%&8? (100ml- 
10 0ml) leaf, 3 0#Jt}Tf So SSxfll/ 1 0 
40 Omlttx. TH&HSrS)-® U Tktffc, 

£-rs 0 ioomi w. 

gT'3o»«i¥trc^. an. ftttu 2 -. 6-7t 

Ha + 7-4 -7^;l/7-trE7x/75. 9g£l# 

S. St.^. : 1 4 6 - 1 4 8 

[ 0193 ] mm 2 

2 -. 6 ‘ — 7 1 E‘P+ 7— 4—7 771/7 -tr F7i / 7 
0. 5g, %i&i]Y^L.2. 0 8gfc«fcO'E/Ex74 
0ml ^Diga^-r -f — 7 * 7x 9~9MS^ (Die 
n-Siark l r a p) 

% 0 0ml MX'fzm. is£ : b8 0°aci$WL. 



50 




(30) 



WB32 000-800.4 1 
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X2. 3, 4. 6-fh7-0-7-tf4/-a-D 
-yVUrit^y 'S)V7u =. F2. 4 8 g^rJiOx. — Bftil 
gtf&o y PD45/l/i»%to^.T#8?L, ElSI^ 

*»»»•*. igffi£iSI8U 

(bur. 2 ' — (2, 3. 4. 6-f-h7-0-74r^ 

-6 -HFD 

+'>-4 -y^;l/7-tr h7i/>7 3 5mg$rf#£o 
[0 I 9 4] 0L* : 1 4 0- 1 4 1 . 5 °C 
E S I -MS (m/z) : 5 1 4 [ (M + NH«) *] 

1 R (n u j o 1 , cm 1 ) : I 7 5 5, 1 7 2 5. 1 io 

6 50 

NMR (DMSO-ds) 5 : 1. 96 (3H. s) . 

2 . 01 ( 9 H, s) , 2. 26 (3H. s) . 2. 3 
9 (3 H, s) . 4. 0 5-4. 2 2 (2H. m) . 

4. 2 8 (1 H. d d d. J =2. 6. 5. 7, 9. 

9) , 5. 00 (1 H. d d, J =9. 5. 9. 9) , 

5. 10 (1 H, dd, J = 8 . 0, 9. 6). 5. 3 
9 (1H. t. J = 9. 5). 5. 64 (1H. d, J 
= 8. 1) . 6. 4 6 (1 H. s) . 6. 4 8 (1 H, 

s) , 11. 60 (1H, s) o to 

[0 1 9 5] #^fftj3 

1 4 g£ry DOjfc/l/A 1 . 3 nc^fS 

U ^C^7k2 9ml?r^o<0t®T'rSo 

lift F U 77/l/^>'>-;b7 >Xxy A 3 7 g43<fctf 
2’. 6 '-7t Fn+'>- 4 -77 ;V7-b F7x7 > 
lOOg^lBx., 2. 3. 4. 6-71-7-0 

- 7-fe TvU- a - D - y* 7 l/ 3 tf 7 7 / ;F 7 n 5 F 4 1 9 

g£itox. 2 7«fP B m. 7k 2 1 m 1 % 

finZT, 2E.IC2. 5BtfSttJ$L/ct£, zkiST. 1 8% 

SSlfeWSOOm I ^JiaXT’PfDi-^o $l?lc 1 0% 30 

gg&fcJ:*- 2 0 Om I tJ3;r>'7k5 0 Om 1 ZhU 

yDa4vuAjs£»irr6, §B»6ffizk-e 

!$5tifc«aiB*it»rs. stittcyy 
y — 4 o o m i %} tax. stfaug-rs. 

SSL/cfcil5T'Mcy^y-7F2 gEAD 

»bfc». 7k^TT'3 0^«}f-rSo 
i&HTSatLT. 2-- (2. 3. 4. 6-rh7-0 
-7-bf-;! l/-0-D-y*7l/ntf^y'>7U5b+'» - 6' 

— fc Fd+ 7-4 -y^/I/7-b F7i7>23 9. 7 

5g^s 0 2 Ti#e>nrc{t^i%fciBi- « 

T'&ofco 

[0 19 6] 

(1) 3. 5-yT(h + -77^'J>l. 0g£ggg3m 
K Sf2ml, 7k5m I (C&iSU TkMTFSffiSii/ F 
•)7A 4 7 3mgCD7k5m 1 i§jg£ 1 55)*H)-X?0T-r 
S„ 1 05)&, 37ffc*'J7A 1 . 6 2g<D7k5mli§ 
tgfcJtox. SOXictaiSU 1 So Ktt'ffiS: 

->'xE7Fx--r/FXtt!i; U ^OlfittlM^rTkiJt. #£ti 
It. i§<££g£-rs„ Srg £ v 9 * 7 ;F * 7 A 7 a -? F 
^777- (iStbiSK : 'N+tV/iixf/l/) XliiJ 50 
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X. 3, 5->7 h + yH-K^>t'>l. 0 5 g £rf# 
So 8fc& : 7 3 - 7 4 'Co 

[0 19 7] (2) 3. 5-->*y h+73- K'O-fe*/ 
1.19 g£gf& 10ml (crgft?U USX* 4 7 %M(t 
Tk^SS 10ml tthux., i 5^to®iSgfi-r^o Sl&tt 
fcSBfcRU igcE£@U 0tiS£gffigxE7Uci8<»;f 
s. ^MSrzkst, &mk. mmzgZLx. 3 . 5 - 

-7tKa+->3-H4>tyi. 0 6 gZt1§Z> 0 
[0198] EI-MS (m/z) 12 36 CM*) 

1 R (neat, c m° ) 13325, 1605 
NMR (CDCIi) 6:5. 22 (2H. s). 6. 

3 1 ( 1 H. t , J = 2. 5) . 6. 7 9 (2H, d. 

J =2. 5) „ 

[0 199] (3)3. 5-'>*HFD + >3-K^>4f 
71. 0 2 g%fcf'J'>'>2. 8mlt;:}g«SU ^iSX*M 
7k mmi. 5 3 g ttx5„ iwm i 

0%yx>^7k(cii^ Bf6£xE7FX*fibtB^rs„ 

^Tkis. mmzwzLx. 3 . 5-/~7-trF* 

>3— F^y-tfy 1 . 3 7g^#5„ 

[0 2 0 0] E 1 -MS (m/z) : 320 (M*) . 

2 7 8, 2 3 6 

I R (neat, c m _l ) :1771, 1586 
NMR (CDCIj) 5:2. 28 (6H, s). 6. 
92 (1H. t. J = 2. 0). 7. 36 (2H. d. 

J =2. 0) o 

[020 1] (4)3, 5-'/7-trFE/3 — F'SVtf 
7860mgi&l. 4 -7^^7 4 m 1 (Crgft¥U $ 

sx*t*x;uFuy^;by7:i . 4 1 gtrigtfctfx (f 

U7xX7F^Xy-(-y) 7^'/yA (II) 2 0mg§ 
Dox, 3^P B m^JlSit-r^o K&MftSBKKU g*8E 
xTyFXg^U l 0%y-y[b*D r !7A7krS® ; S:tox, 
MSX*3 05)flM$-TSo B)S£xE7l/X* 

tam-rso 7kft» sa»a. rg&^s^-rso $ 

c. *> 0 * y-'/i'* ^ a y □ -7 h y / y 4 - — x*« 

§¥bx. 3, 5-*>'7-t FE//EU/5 8 5mg£l# 
^5 o 

[0 2 0 2] E 1 -MS (m/z) : 2 20 (M*) . 
17 8, 13 6 

1 R (n e a t. cm 1 ) : 1 7 7 1. 16 10 
NMR (CDCIj) 6:2. 29 (6 H. s). 5. 

3 2 ( 1 H, d. J = 1 1 . 0) . 5. 7 4 ( 1 H, 

d. J = 1 7 . 0). 6. 6 5 ( 1 H. dd, J = 1 
1 . 0, 17. 0) , 6. 82 (1 H. t. J =2. 
0), 7. 03 (2H, d, J=2. 0) „ 

[020 3] (5) 3, 5-77-feh + yXfU7 5 8 

0 m g ; &61 : 8 £x-?-/F 6 m I — xy / — 7F 2 m 1 IciSfff 
U 1 0 % 87 '^A-gI (7k5)5 1 . 4%) 50m 
g^(tt«i:bX^ETtgttilE>&[T7o 2B$n& MK 
£«£b. iigffi^SKTlcilfgU «»*->•) 




(31) 



MP3 2 0 0 0-80 0 -4 I 
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^;l/> TISI^LT, l. 3-y‘7-bh + y-5-xf/l/ 
4 5 OmgWI^o 

[0 2 0 4] E I -MS (m/z) : 22 2 (MO 
I R (neat, c nrr' ) : I 7 7 1 . 1616 
NMR (CDC 1 a) 6 : 1. 23 (3H. t. J = 

7. 5) . 2. 2 8 ( 6 H, s) . 2. 6 6 (2 H, 
q, J =7. 5) . 6. 7 4 (1H, t. J =2. 

0) . 6. 8 2 (2 H. d. J =2. 0) „ 

[0 2 0 5] (6) 1. 3-mh+'>-5-Xf;l/ 



7n>h^- 

(5 l)Int. Cl. 7 SSSUtre 

C 0 7 F 9/6574 
// C 0 7 H 15/203 

(,nmw% ft* 5]= 

&&!!£6ftmii4rfi:3Tg 4-15 
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- (2) fciBi^icsaa'tscticj; 

2\ 6'-i2t Kn+i/-4'-Iftl'7-t:F7i 
yyzmz o Ri&: 121-12 3t 0 

[0206] (7) 2'. 6-vt: KD+y-4 -X 

7/b7-fc h7x/7 ; S:#^& t l3 fcl5]t8lcSQ:lI*-SC 
3:0. 2 — (2, 3, 4. 6-f 1-7-0-7-bf/l' 
7/ >***'» — 6.’ — t Kn* 
•>-4’-Xf;l/7tI7x/> ; &}l5. St£: 1 2 5 
- 1 2 7 to 



F l 7-73- K (##) 

C 0 7 F 9/6574 Z 

C 0 7 H 15/203 

(72) * e 

l^SUpBrti^lft^ZOSSSHhc 7 ) 2 V 7 -/ 
7PEB107^S 
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